1. X compound of Formula I 





wherein: 

j is 0, 1 or 2; and 
mis 0, 1, 2, 3 or 4; and 

R*"^ and R^^ are independent!^ selected from hydrogen and alkyl; and 
R and R are independently selected from hydrogen, alkyl, alkenyl, alkynyl, 



cycloalkyl, cycloalkylalkyl, aryl and aralkj^; or 

R^^ and R^^ together with the carbon atom to which they are attached form a 



C3-10 cycloalkyl group; and \ 

one of Z and Y is NR^ and the other otZ and Y is CHR"^; 
wherein R^ and R"^ are independently selected from the group consisting of 

hydrogen, oxo, acyl, thioacyl, and R^; and 

wherein R^ is selected from the group consisting of alkyl; cycloalkyl; alkenyl; 

alkynyl; aryl; heterocyclyl; quaternary heterocyclyl; -O^^; -SR^; -S(0)R^; -S02R^; 
and -S03R^; 

wherein the R^ alkyl; cycloalkyl; alkenyl; alkynyl; \ryl; heterocyclyl; and 
quatemary heterocyclyl radical is substituted with one or more radicals independently 
selected from the group consisting of halogen; -CN; -N02; oxo; alkyl; polyalkyl; 
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mdoalkyl; hydroxyalkyl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; quaternary 

hete\cyclyl; arylalkyl; heterocyclylalkyl; polyether; -OR^^; -NR^^R^^; -SR^^; - 

S(0)R^\ -S02R^^; -S03R^"'; -NR^^OR^"^; -NR^^R^'^R^^; -C02R^^; -OM; -S02 

OM; -S02NR^^R^'^; -C(0)NR^^R^'^; -C(0)OM; -COR^^; -NR^^C(0)R^'^; - 
NR*^C(0)NrVr*^ -NR^^COzR^"^; -0C(0)R'^ -0C(0)NR^^R^^ -NR^^SOR^"^; - 

NR^^S02R^'^; -NR^^SONR'^^R^^ -NR*^S02NR^'^R^^; -PR^^R^"*; - P(0)R^^R^'^; -P"^R 
13j^l4j^l5^-. .p(oy 3pj^l4. .s"^r13r14^-. -N^R^^rI^rI V; and 

wherein the alKvl, polyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynyl, aryl, heterocycl A quaternary heterocyclyl, arylalkyl, heterocyclylalkyl, and 
polyether substituents of thV R^ radical optionally may be further substituted with one 
or more radicals selected froAthe group consisting of -CN; halogen; hydroxy; oxo; 
alkyl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; arylalkyl; heterocyclylalkyl; 

quaternary heterocyclyl; -Or'^; -NrV; -Sr'^; -S(0)r''; -S02R^; -S03R^;- C02R^; - 
CONR^R^; -N"^r\^rV; -P(0)r\^; -PR^R^; -P Vr^R V; and -P(0)(OR^)OR 
^; and 

wherein the alkyl, polyalkyl, haloalfcyl, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynyl, aryl, heterocyclyl, quatemary heterocyclyl, arylalkyl, heterocyclylalkyl, and 
polyether substituents of the R^ radical optionally may have one or more carbons 
replaced by -O-; -NR^-; -N Vr^A" ; -S-; -SO-; -SX^aS -S VA -; -PR^-; -P(0)R^-; 
P'^R'^R^A"-; or phenylene; and 



7 8 

wherein R and R are independently selected 
hydrogen; and alkyl; and 




the group consisting of 
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wherein R^, R^^, and R^ are independently selected from the group consisting 

of hydrogen; alkyl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; 

alkylammoniumalkyl; arylalkyl; heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; 

carboalkoxyalkyl; carboxyaryl; carboxyheterocyclyl; amino; alkylamino; 

carboxyalkylaiyiino; alkoxyalkylamino; and acyl; and 
11 19 

wherein R and R are independently selected from the group consisting of 
hydrogen; -CN; hak)gen; 0x0; alkyl; alkenyl; alkynyl; aryl; heterocyclyl; arylalkyl; 
heterocyclylalkyl; ca^)oxyalkyl; alkoxyalkyl; carboalkoxyalkyl; cycloalkyl; 

cycloalkenyl; haloalkykhydroxyalkyl; cyanoalkyl; -OR^; -NR^R^^; -SR^; -S(0)R^; - 

S02R^; -S03R^; -C02R\and -CONR%^^; or 
11 12 

R and R together\with the carbon atom to which they are attached form a 
cyclic ring; and 

wherein R^*^, R^^, and R^\ are independently selected from the group 
consisting of hydrogen; alkyl; haloalWl; cycloalkyl; polyalkyl; alkenyl; alkynyl; aryl; 
heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; quaternary 
heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; alkylammoniumalkyl; 
aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyetnfer; or 

wherein R^^ and R^"* together with theVtrogen atom to which they are 
attached form a mono- or polycyclic heterocyclyl mat is optionally substituted with one 
or more radicals selected from the group consisting (\f 0x0, carboxy, and quatemary 
salts; or 

wherein R^^ and R^^ together with the nitrogen a^om to which they are 
attached form a cyclic ring; and 
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^herein the R^"', R^^, and R^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aWl; heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; 
quaternary neterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylanunoniumalkyl; aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylammocarbonylalkyl; and polyether radicals optionally may be substituted 
with one or more Wicals selected from the group consisting of halogen; -CN; sulfo; 
oxo; alkyl; haloalkyL hydroxyalkyl; sulfoalkyl; alkenyl; alkynyl; aryl; heterocyclyl; 
quaternary heterocyclyl; quatemary heterocyclylalkyl; carboxy; carboxyalkyl; 

guanidinyl; -OR^^; -NR?R^^; -N^R^R^^R^A"; -SR^^; -S(0)R^; -S02R^; 

-S03R^^; -C02R^^; -CONR^IO. .S02NR%^^; -PO(OR^ Vr^^; -P^R^^; 

-P Vr^\^ V-; -S"^R^R^S\-; and carbohydrate residue; and 



wherein the R^^, R^"*, md R^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quatem^ heterocyclyl; arylalkyl; heterocyclylalkyl; 
quatemary heterocyclylalkyl; alkylawlalkyl; alkylheterocyclylalkyl; 
alkylammoniumalkyl; aminoalkyl; aniinocarbonylalkyl; alkylanriinocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and pWyether radicals optionally may have one or 

more carbons replaced by -0-; -NR^-; -N Vr^ V-; -S-; -SO-; -SO2-; -S"^rV-; -PR^ 

-; -P^R^R^^A"-; -P(0)R^-; phenylene; carbohydrate residue; amino acid residue; 
peptide residue; or polypeptide residue; and 

wherein R ^ and R are independently ^elected from the group consisting of 

R^ and M; and 

wherein A is a pharmaceutically acceptable caption and M is a pharmaceutically 
acceptable cation; and 

one or more R^ radicals are independently select^ from the group consisting of 
R^ hydrogen; halogen; -CN; -N02; alkyl; cycloalkyl; polyalkyl; haloalkyl; 
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hwoxyalkyl; alkenyl; alkynyl; aryl; heterocyclyl; quaternary heterocyclyl; arylalkyl; 

heter\yclylalkyl; polyether; acyloxy; -OR^^; -NR^^R^"^; -SR^^; -S(0)R^^; -S(0)2R 

-SOsV^; -S^R^^R^ V; -NR^^OR^^; -NR^%R^%^^; -C02R^^; -OM; -S02 

OM; -S02NR^^R^'^; -NR^^C(0)R*^ -C(0)NR^^R^^; -C(0)OM; -COR^^; -OR^^; - 

S(0)Nr13r^Vnr1^R^^; -NR^^OR^"^; -N'^R^^R^'^R^ V; -PrI^rI"^; -P(0)R^^R 

-P"^R^''r^'*rH^A'; amino acid residue; peptide residue; polypeptide residue; and 
carbohydrate residu^; 

wherein the r\ alkyl; cycloalkyl; polyalkyl; haloalkyl; hydroxyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; arylalkyl; heterocyclylalkyl; polyether; acyloxy radicals 
optionally may be further\^ubstituted with one or more radicals selected from the group 

consisting of halogen; -CN;\oxo; -OR^^; -NR^R^^; -N^R^R^^R^A"; -SR^*^; -S(0)R^ 

; -S02R^; -S03R^^; -C02R^; -CONR%^^; -S02NR%^^; -.PO(OR^^)OR^^; -P%^^ 

; -P^R^R^ ^R^^A"; -S^R^R^^M; and carbohydrate residue; and 

wherein the R^ quaternary heterocyclyl radical optionally may be substituted 
with one or more radicals selected from the group consisting of halogen; -CN; -N02; 
oxo; alkyl; cycloalkyl; polyalkyl; haloalkyl; hydroxyalkyl; alkenyl; alkynyl; aryl; 

heterocycy; heterooydylaUcy,; po,yeU>er; -Or"; -Nr'^r'^; .sr'B; . 

S(0)R^^; -S02R^^; -S03R^^; -NR^^OR^^ -NR^^R^^^R^^; -C02R^^; OM; -S02 

OM; -S02NR^^R^'*; -C(0)NR^^R^'^; -C(0)OM; -COR^^; -P(0)R^^R^'^; -P^^R^"^; - 
p+j^l3j^l4j^l5^-. .p(or13)or1'^; .S"^r13j^14^. .n+r13r14r15^-. 
carbohydrate residue; and 

wherein the R^ radicals comprising carbon optionally may have one or more 

carbons replaced by -0-; -NR^^-; -N^R^^R^ V-; -S-; -SO-; -S02-; -S^R^^A"-; -PR 
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-P(0)R^^-; -PR^-'r^'*; -P'^R^'^R^^A*-; phenylene; amino acid residue; peptide 

residue; polypeptide residue; carbohydrate residue; polyether; or polyalkyl; wherein 

said phenylene; amino acid residue; peptide residue; polypeptide residue; carbohydrate 

\ 9 
residue; and polyalkyl optionally may have one or more carbons replaced by -0-; -NR 

-; -N'^R^R^"^"-; -S-; -SO-; -S02-; -S"^rV-; -PR^-; -P^R^R^ V-; or -P(0)R^s and 

whereinK^^ is selected from the group consisting of alkyl; alkenyl; alkynyl; 
aryl; heterocyclyl^fluatemary heterocyclyl; arylalkyl; heterocyclylalkyl; acyl; 
alkoxycarbonyl; aryklkoxycarbonyl; and heterocyciylalkoxycarbonyi; and 

wherein the R^alkyl; alkenyl; alkynyl; aryl; heterocyclyl; quaternary 
heterocyclyl; arylalkyl; Heterocyclylalkyl; acyl; alkoxycarbonyl; arylalkoxycarbonyl; 
and heterocyciylalkoxycarbonyi radicals optionally may be substituted with one or 

more radicals selected from the group consisting of halogen; -CN ; NO2; 0x0; -OR^; - 

NR^R^^; -N^R^R^ ^R^^^-. .gf^; -S(0)R^; -S02R^; -S03R^; -C02R^; -CONR^R 

^^; -S020M; -S02NR^R^^; -PR^^^; -P(OR^^)OR^^; -PO(OR^^)OR^^; and 
C(0)OM; or 

a pharmaceutically acceptable s^, solvate, or prodrug thereof; 
provided that at least one 

ofR\RVd is R^and 
provided that at least one of the follo\^ng conditions is satisfied: 
(a) the R^ moiety possesses an overall positive charge; 





amine salt; 



(b) the R^ moiety comprises a quatemary^ammonium group or a quatemary 




(c) the R^ moiety comprises a phosphonic aci*(J group or at least two carboxyl 
groups; or 

(d) the R^ moiety comprises a polyethylene glycol group having a molecular 
weight of at least 1000. 
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2. A compound of Claim 1 wherein is aryl substituted with one or more 
radicalsSndependently selected from the group consisting of halogen; -CN; -N02; oxo; 
alkyl; polyaJkyl; haloalkyl; hydroxyalkyl; cycloalkyl; alkenyl; alkynyl; aryl; 

\ 1 

heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; polyether; -OR ; - 

NR^^R^"^; -SR^X -S(0)r1^; -S02R^^; -SOSR^''; -NR^^R^"*; -NR^^R^'^R^^; - 

C02R^^; -OM; -S^M; -S02NR^^R^'^; -C(0)NR^^R^'^; -C(0)OM; -COR^^; - 
NR'^C(0)R"; -NR''C(^)NR'*R'^ -NR'^GGiR'^ -Ge(G)R'^; -GC(0)>IR^^R'^; - 

NR'^SOR"*; -NR'^S02R'^NR*^S0NR"*R^^; -NR'^SGaNR^^R'^ -PR^^R^"^; -P(G)R 
13r14; -P+r13r14j^15^-; Vr13)or14. .s+r13r1 V- .n+r13r14r15a-; 
and \ 

wherein the alkyl, polyalkyl^aloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 



alkynyl, aryl, heterocyclyl, quatemary\|ieterocyclyl, arylalkyl, heterocyclylalkyl, and 
polyether substituents of the aryl optimally may be further substituted with one or 
more radicals selected from the group cons^ting of -CN; halogen; hydroxy; oxo; alkyl; 
cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; arylalkyl; heterocyclylalkyl; quaternary 

heterocyclyl; -OR^; -NR^R^; -Sr'^; -S(0)r'^; -S02R^; -S03R^;- C02R^; -CONR^R^ 

; -N^r'^R^R^A-; -P(0)R^R^; -PR^R^; -P'^r'^r\V; and -P(0)(Or'^)OR^; and 

\ 

wherein the alkyl, polyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynyl, aryl, heterocyclyl, quatemary heterocyclyl, arylalkyl, heterocyclylalkyl, and 
polyether substituents of the R^ aryl optionally may have^ne or more carbons replaced 

by -0-; -NR^-; -N Vr^A -; -S-; -SO-; -S02-; -S Va -;\>R^-; -P(0)R^-; -P"^R^R^ 
A"-; or phenylene; and 

wherein R and R are independently selected from the group consisting of 
hydrogen; and alkyl; and 
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wherein R^, R^^, and R^ are independently selected from the group consisting 
of hydrogen* alkyl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; 
alkylammoniumalkyl; arylalkyl; heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; 
carboalkoxyalkyi; carboxyaryl; carboxyheterocyclyl; amino; alkylamino; 
carboxyalkylamino' alkoxyalkylamino; and acyl; and 

wherein R^ ^ and R^^ are independently selected from the group consisting of 
hydrogen; -CN; halogen* oxo; alkyl; alkenyl; alkynyl; aryl; heterocyclyl; arylalkyl; 
heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; carboalkoxyalkyi; cycloalkyl; 

cycloalkenyl; haloalkyl; hy^oxyalkyl; cyanoalkyl; -OR^; -NR^R^^; -SR^; -S(0)R^; - 



S02R^; -S03R^; -C02R^; anVcONR^^^; or 

11 12 ^ 

R and R together with the carbon atom to which they are attached form a 

cyclic ring; and 

wherein R^^, R^'*, and R^"^ ar^independently selected from the group 
consisting of hydrogen; alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; alkynyl; aryl; 
heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; quaternary 
heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; alkylammoniumalkyl; 
aminoalkyl; aminocarbonylalkyl; alkylaminocarl^nylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether; or 

wherein R*^ and R^"^ together with the nitrogen atom to which they are 
attached form a mono- or polycyclic heterocyclyl tha^is optionally substituted with one 
or more radicals selected from the group consisting of oxp, carboxy, and quatemary 
salts; or 

wherein R^^ and R^^ together with the nitrogen atomS^o which they are 
attached form a cyclic ring; and 

wherein the R^^, R^^, and R^^ alkyl; haloalkyl; cycloalkyl ,\polyalkyl; alkenyl; 
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alkWyl; aryl; heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; 
quaternary heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylanmioniumalkyl; aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyakkylaminocarbonylalkyl; and polyether radicals optionally may be substituted 
with one onrnore radicals selected from the group consisting of halogen; -CN; sulfo; 
oxo; alkyl; haloalkyl; hydroxyalkyl; sulfoalkyl; alkenyl; alkynyl; aryl; heterocyclyl; 
quaternary hetei^cyclyl; quaternary heterocyclylalkyl; carboxy; carboxyalkyl; 

guanidinyl; -OR^^ -NR^^^; -N^R%^%^A"; -SR^^; -S(0)R^; -S02R^; -S03R^*^; 

-C02R^^; -CONR^V^; -S02NR%1^; -PO(OR^^)OR^'^; -P^R^^; -P'^R^^^R^^A-; 

-S^R^R^^A-; and carbohydrate residue; and 

wherein the R^^, R^"^, and R^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; 
quaternary heterocyclylalkyl; mkylarylalkyl; alkylheterocyclylalkyl; 
alkylammoniumalkyl; aminoalky^aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether radicals optionally may have one or 

more carbons replaced by -0-; -NR^-\n"^R^R^ V-; -S-; -SO-; -SO2-; -S"*'rV-; -PR^ 

-; -P^R^R^^A"-; -P(0)R^-; phenylene; carbohydrate residue; amino acid residue; 
peptide residue; or polypeptide residue; anc 

1 ^ 17 \ 

wherein R and R are independenfiiy selected from the group consisting of R 

Q 

and M; and 

wherein A is a pharmaceutically acceptabl\anion and M is a pharmaceutically 
acceptable cation. 



3. A compound of claim 2 wherein R^ is: 
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wherein 

k is 0, 1, 2,^ or 4; and 

one or more R'^ are independently selected from the group consisting of 
halogen; -CN; -N02; oxo; alkyl; polyalkyl; haloalkyl; hydroxyalkyl; cycloalkyl; 
alkenyl; alk^Tiyl; aryl; heferocyclyl; quaternary heterocyclyl; arylalkyl; 

heterocyclylalkyl; polyetheA -OR^^; -NR^^R^"^; -SR^^; -S(0)R^^; -S02R^^; -S03R 

-NR^^OR^"^; -NR^^NR^"^^^; -C02R^^; -OM; -S020M; -S02NR^^R^'^; - 

C(0)NR^^r1'^; -C(0)0M; -COR^^; -NR'^C(0)R"*; -NR'^C(0)NR^''r'*; - 
NR'^COaR"*; -0C(0)R'^ -OC(0)NR"r"*; -NR'^SOR'^ -NR'^SOaR'"; - 

NR'^SONR'^R'^ -NR'^S02NR^'*R'^;^PR^%^'^; -P(0)R^^R^'*; -P"^R^^R^\^ V; - 

P(OR^^)OR^'^; -S'^R^^R^'^A'; and -N\J'R^^R^%^^A"; and 

wherein the R'^ alkyl, polyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynyl, aryl, heterocyclyl, quaternary heter^yclyl, arylalkyl, heterocyclylalkyl, and 
polyether radicals optionally may be further s^stituted with one or more radicals 
selected from the group consisting of -CN; halogen; hydroxy; oxo; alkyl; cycloalkyl; 



alkenyl; alkynyl; aryl; heterocyclyl; aryl 



alkyl; he^ero 



erocyclylalkyl; quaternary 



heterocyclyl; -OR^; -Nr'^R^; -SR^; -S(0)r'^; -So\r'^; -S03R^;- C02R^; -CONrV^ 

; -N'^r'^R^R^A-; -P(0)r'^R^; -Pr'^R^; -P^r'^R^R^A"; and -P(0)(Or'^)OR^; and 
wherein the R'^ alkyl, polyalkyl, haloalkyl, Hydroxyalkyl, cycloalkyl, 
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alkeWl, alkynyl, aryl, heterocyclyl, quaternary heterocyclyl, arylalkyl, 
heteroo^clylalkyl, and polyether radicals optionally may have one or more carbons 

replaced ^ -0-; -NR^-; -N^R^R^A s -S-; -SO-; -S02-; -S Va -; -PR^-; -P(0)R^-; 

4-7 8 

P R R A"-;Vr phenylene; and 
\ 7 8 

whereimR and R are independently selected from the group consisting of 
hydrogen; and afl^yl; and 

wherein R^\R^^, and RW are independently selected from the group consisting 
of hydrogen; alkyl; cy^loalkyl; alkenyl; alkynyl; a^l; heterocyclyl; 
alkylammoniumalkyl; mylalkyl; heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; 
carboalkoxyalkyl; carboxyaryl; carboxyheterocyclyl; amino; alkylamino; 
carboxyalkylamino; alkoxV^lkylamino; and acyl; and 

wherein R^ ^ and R^^are independently selected from the group consisting of 

\ 

hydrogen; -CN; halogen; oxo; Mkyl; alkenyl; alkynyl; aryl; heterocyclyl; arylalkyl; 

\ 

heterocyclylalkyl; carboxyalkyl; Mkoxyalkyl; carboalkoxyalkyl; cycloalkyl; 
cycloalkenyl; haloalkyl; hydroxyalkyl; cyanoalkyl; -OR^; -NR^R^^; -SR^; -S(0)R^; 

S02R^; -S03R^; -C02R^; and -COI^%^^; or 

1112 \ 
R and R together with the carbon atom to which they are attached form a 

cyclic ring; and 

wherein R^^, R^^, and R^^ are independently selected from the group 
consisting of hydrogen; alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; alkynyl; aryl; 
heterocyclyl; quaternary heterocyclyl; arylalkyl\ lieterocyclylalkyl; quatemary 
heterocyclylalkyl; alkylarylalkyl; alkylheterocycWlVlkyl; alkyl ammoniumalkyl; 
aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether; or 

wherein R*^ and R*"* together with the^nitnjgen atom to which they are 
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attached form a mono- or polycyclic heterocyclyl that is optionally substituted with one 
or more radicals selected from the group consisting of oxo, carboxy, and quatemary 
salts; oX 

whWein R^^ and R^^ together with the nitrogen atom to which they are 
attached forAa cyclic ring; and 

whereinihe R^"^, R^^, and R^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quatemary heterocyclyl; arylalkyl; heterocyclylalkyl; 
quatemary heterocyctylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylammoniumalkyl; Vninoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether radicals optionally may be substituted 
with one or more radicals selected from the group consisting of halogen; -CN; sulfo; 
oxo; alkyl; haloalkyl; hydroxyalkyl; sulfoalkyl; alkenyl; alkynyl; aryl; heterocyclyl; 
quatemary heterocyclyl; quaternary heterocyclylalkyl; carboxy; carboxyalkyl; 

guanidinyl; -OR^^; -NR%^^; -N^^R^^^A"; -SR^^; -S(0)R^; -S02R^; -S03R^^; 

-C02R^*^; -CONR^R^^; -S02NR%^; -PO(OR^^)OR^^; -P^R^^; -P"^R^R^^R^ V-; 

-S^R^R^^A-; and carbohydrate residue; ^d 

wherein the R^^, R^^, and R^^ alkyl]\haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quatemary heterocyclyl; arylalkyl; heterocyclylalkyl; 
quatemary heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylammoniumalkyl; aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether radicals optionally may have one or 

more carbons replaced by -0-; -NR^-; -N'^R^R^ V-; -S-\-SOs -SO2-; -S^rV-; -PR^ 

-; -P^R^R^^A"-; -P(0)R^-; phenylene; carbohydrate residue^^amino acid residue; 
peptide residue; or polypeptide residue; and 
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1 6\ 1 7 

wherein R ^ and R are independently selected from the group consisting of R 



and M; and 

wherein A is a 
acceptable cation. 



eutically acceptable anion and M is a pharmaceutically 



4. A compound of claim 3 wherein R^ is' 



19 



IIA 



wherein r'^ is as defined in Claim 3, 



5. A compound of claim 3 wherein R^ is' 




IIB 



wherein R*^ is as defined in Claim 3. 



6. A compound of claim 3 wherein: 
R^ is R^' and 
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R"^ is selected from the group consisting of hydrogen and alkyl. 



7. A compound of claim 3 wherein: 

is selected from the group consisting of hydrogen and alkyl; and 
R' is R^ 



8. A compound of claim 3 wherein: 

R^ isR^^Xd 

R"* is selected^from the group consisting of hydrogen; oxo; alkyl; cyclGalkyl; 

g 

aryl; heterocyclyl; acyl\thioacyl, and -OR ; 

wherein the R^ alft^l; cycloalkyl; aryl; heterocyclyl radical is substituted with 

one or more radicals independently selected from the group consisting of halogen; -CN; 

-N02; oxo; alkyl; polyalkyl; h^^oalkyl; hydroxyalkyl; cycloalkyl; alkenyl; alkynyl; aryl; 

\ 1 
heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; polyether; -OR ; - 

NR^^l"^; -SrI^; -S(0)R^^; -S02R^; -S03R^^; -NR^^OR^^; -NR^^R^^R^^; - 

C02R^^; -OM; -S020M; -S02NR^^rV; -C(0)NR^^R^'^; -C(0)OM; -COR^^; - 
NR^^C(0)R*^; -NR'^C(0)NR^^R^^; -NR^^CpiR^^ -OC(0)R^^ -OC(0)NR*^R*^ - 

NR'^SOR^^; -NR^^S02R*^ -NR^^S0NR^^R^^\nr'^S02NR''^R^^ -PR^^R^"^; -P(0)R 
13r14. .pV3r14r15a-; .p(Or13)or14; .sV^rI V; and -N^rI^rI^rIS^-. 
and 

wherein the alkyl, polyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 

\ 

alkynyl, aryl, heterocyclyl, quaternary heterocyclyl, aryla^l, heterocyclylalkyl, and 
polyether substituents of the R"^ radical optionally may be forther substituted with one 
or more radicals selected from the group consisting of -CN; Wogen; hydroxy; oxo; 
alkyl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; arylalkyl heterocyclylalkyl; 
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quaternary heterocyclyl; -Or'^; -Nr\^; -Sr'^; -S(0)r'^; -S02r'^; -SOSR'^;- C02R^; - 
CONR^R^; -N'^R^R^R^A-; -P(0)R^R^; -PR^R^; -P Vr^r\'; and -P(0)(OR^)OR 
^; and \ 

whei;ein the alkyl, polyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynyl, aryl, heterocyclyl, quaternary heterocyclyl, arylalkyl, heterocyclylalkyl, and 
polyether substiments of the R"* radical optionally may have one or more carbons 

replaced by -0-; -ISfR^-; -N^R^R^A -; -S-; -SO-; -S02-; -S'*"R^A'-; -PR^-; -P(0)R^-; - 

\ 

+ 78 \ 
P R R A'-; or phenylene; and 

wherein R^ and^R^ are independently selected from the group consisting of 
hydrogen; and alkyl; and\ 

wherein R^, R^^, ai^^R^ are independently selected from the group consisting 
of hydrogen; alkyl; cycloalkyl;valkenyl; alkynyl; aryl; heterocyclyl; 



ylV 



alkylammoniumalkyl; arylalkyl;Nheterocyclylalkyl; carboxyalkyl; alkoxyalkyl; 
carboalkoxyalkyl; carboxyaryl; car^xyheterocyclyl; amino; alkylamino; 
carboxyalkylamino; alkoxyalkylamir^o; and acyl; and 

wherein R^ ^ and R^^ are independently selected from the group consisting of 
hydrogen; -CN; halogen; oxo; alkyl; alkenyl; alkynyl; aryl; heterocyclyl; arylalkyl; 
heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; carboalkoxyalkyl; cycloalkyl; 

cycloalkenyl; haloalkyl; hydroxyalkyl; cyanodlkyl; -OR^; -NR^R^^; -SR^; -S(0)R^; - 

S02R^; -S03R^; -C02R^; and -CONR^R^^; tfi; 

1119 \ 
R and R together with the carbon atom. to which they are attached form a 

cyclic ring; and \ 

wherein R^^, R^^, and R^^ are independently selected from the group 
consisting of hydrogen; alkyl; haloalkyl; cycloalkyl; poly^yl; alkenyl; alkynyl; aryl; 
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he^rocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; quaternary 
heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; alkylammoniumalkyl; 
aminomlcyl; aniinocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether; or 

wherein R'^ and R*"^ together with the nitrogen atom to which they are 
attached formV mono- or polycyclic heterocyclyl that is optionally substituted with one 
or more radicalsN^elected from the group consisting of oxo, carboxy, and quaternary 
salts; or 

wherein R^^Vid R^^ together with the nitrogen atom to which they are 
attached form a cyclic nng; and 

wherein the R^^, r}^, and R^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; 
quaternary heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylammoniumalkyl; aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether radicals optionally may be substituted 
with one or more radicals selected from the group consisting of halogen; -CN; sulfo; 
oxo; alkyl; haloalkyl; hydroxyalkyl; sulfoalkyl; alkenyl; alkynyl; aryl; heterocyclyl; 
quaternary heterocyclyl; quatemary hetero^clylalkyl; carboxy; carboxyalkyl; 

guanidinyl; -OR^^; -NR^R^^; -N"^R%^^R^"; -SR^^; -S(0)R^; -S02R^; -S03R^^; 

-C02R^^; -CONR^R^^; -S02NR^R^^; -PO(OR^^)OR^'^; -P^R^^; -P^R^R^^R^ V-; 



r",c 



-S^R^R^^A-; and carbohydrate residue; and 

wherein the R^^, R^"*, and R^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 

alkynyl; aryl; heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; 

\ 

quaternary heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 



alkylammoniumalkyl; aminoalkyl; aminocarbonylalkyl; allQ^laminocarbonylalkyl; 

\ 

carboxyalkylaminocarbonylalkyl; and polyether radically optionally may have one 
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orWore carbons replaced by -0-; -NR^-; -N'^R^R^ V-; -S-; -SO-; -SO2-; -S'^rV-; - 

PR^-P^R^R^^A'-; -P(0)R^-; phenylene; carbohydrate residue; amino acid residue; 
peptides residue; or polypeptide residue; and 

wherein R and R are independently selected from the group consisting of R 

^ and M; and 

wherein A is a pharmaceutically acceptable cation and M is a pharmaceutically 
acceptable catic 



9. A compound of claim 3 wherein: 

R^ is selected^om the group consisting of hydrogen; 0x0; alkyl; cycloalkyl; 

aryl; heterocyclyl; acyl, fcioacyl, and -OR^; 

'> \ 

wherein the R alk^; cycloalkyl; aryl; heterocyclyl radical is substituted with 
one or more radicals independently selected from the group consisting of halogen; -CN; 
-N02; 0x0; alkyl; polyalkyl; haloalkyl; hydroxyalkyl; cycloalkyl; alkenyl; alkynyl; aryl; 

heterocyclyl; quatemary heterocyclyl; arylalkyl; heterocyclylalkyl; polyether; -OR^^; - 

NR^^R^"^; -SR^^; -S(0)R^3; -S02rJ^; -S03R^-^; -NR^^OR^"*; -NR^^R^^^^; - 

C02R^^; -OM; -S020M; -S02NR^^rJ'^; -C(0)NR^^r1'^; -C(0)0M; -COR^^; - 
NR*^C(0)R'^ -NR^^C(0)NR*^R^^ -NR'XOsR*^ -0C(0)R^^ -0C(0)NR'^R^'^; - 

NR^^SOR^^ -NR^^S02R*^ -NR^^SONR^'^rH; -NR^^S02NR^'^R^^; -PR^^R^^; -P(0)R 
13j^l4. .p+r13j^14j^15^-. .p(ORl3pj^l4. .s\r13r14^-. -N^r13r14r15^-. 

and 

wherein the alkyl, polyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynyl, aryl, heterocyclyl, quaternary heterocyclyl, arylalkyl, heterocyclylalkyl, and 
polyether substituents of the R^ radical optionally may b\further substituted with one 
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>or more radicals selected from the group consisting of -CN; halogen; hydroxy; oxo; 
alWl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; arylalkyl; heterocyclylalkyl; 

quatdtoary heterocyclyl; -OR^; -Nr\^; -Sr'^; -S(0)r'^; -S02r'^; -S03R^;- C02R^; - 

CONr\^; .N"^R^R^rV; -P(0)R^R^; -PR^R^; -P"^r\^R^A"; and -P(0)(OR^)OR 

^; and \ 

wherem the alkyl, polyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 

alkynyl, aryl, heterocyclyl, quatemary heterocyclyl, arylalkyl, heterocyclylalkyl, and 

\ % 

polyether substitueijts of the R radical Gptionally may have one or more carbons 

replaced by -0-; -NR\-; -N'^r'^R^A -; -S-; -SO-; -S02-; -S'^r'^A"-; -PR^-; -P(0)r'^-; 

+ 78 

P R R A"-; or phenylene; and 

wherein R and R >^e independently selected from the group consisting of 
hydrogen; and alkyl; and 

wherein R^, R^^, and R^ are independently selected from the group consisting 
of hydrogen; alkyl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; 
alkylammoniumalkyl; arylalkyl; heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; 
carboalkoxyalkyl; carboxyaryl; carboxyheterocyclyl; amino; alkylamino; 
carboxyalkylamino; alkoxyalkylamino; and acyl; and 

wherein R^ ^ and R^^ are independently selected from the group consisting of 
hydrogen; -CN; halogen; oxo; alkyl; alkenyl; alkvnyl; aryl; heterocyclyl; arylalkyl; 
heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; carboalkoxyalkyl; cycloalkyl; 

cycloalkenyl; haloalkyl; hydroxyalkyl; cyanoalkyl; -O^R^; -NR^R^^; -SR^; -S(0)R^; - 

S02R^; -S03R^; -C02R^; and -CONR^^^; or 

1119 \ 
R and R together with the carbon atom to whio^ they are attached form a 

cyclic ring; and 
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/herein R^^, R^^, and R^^ are independently selected from the group 
consisting, of hydrogen; alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; alkynyl; aryl; 
heterocyclyh quaternary heterocyclyl; arylaikyl; heterocyclylalkyl; quaternary 
heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; alkylammoniumalkyl; 
aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether; or 

wherein RYand R^"^ together with the nitrogen atom to which they are 
attached form a mono- or polycyclic heterocyclyl that is optionally substituted with one 
or more radicals selectl^d from the group consisting of oxo, carboxy, and quaternary 
salts; or 

wherein R^^ and R^^^ together with the nitrogen atom to which they are 
attached form a cyclic ring; and 

wherein the R^-^, R^^,Vid R^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quatmiary heterocyclyl; arylaikyl; heterocyclylalkyl; 
quaternary heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylammoniumalkyl; aminoalkyl; abiinocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether radicals optionally may be substituted 
with one or more radicals selected fromNhe group consisting of halogen; -CN; sulfo; 
oxo; alkyl; haloalkyl; hydroxyalkyl; sulfoaUcyl; alkenyl; alkynyl; aryl; heterocyclyl; 
quatemary heterocyclyl; quaternary heterocyclylalkyl; carboxy; carboxyalkyl; 

guanidinyl; -OR^^; -NR%^^; -N'^R^^^R^^ -SR^^; -S(0)R^; -S02R^; -S03R^^; 

-C02R^^; -CONR^R^^; -S02NR^R^^; -PO(OR\^)OR^^; -P^R^^; .P"^R^R^^R^U-; 



-S^R^R^^A-; and carbohydrate residue; and 



wherein the R^"^, R^^, and R^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quatemary heterocyclyl; arylaikyl; heterocyclylalkyl; 
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qWemary heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkyiammoniumalkyl; aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxiyalkylaminocarbonylalkyl; and polyether radicals optionally may have one or 

more cark)ns replaced by -0-; -NR^-; -N"^R^R^ -S-; -SO-; -SO2-; -S^R^A'-; -PR^ 



^ y -; -P R R XA"-; -P(0)R phenylene; carbohydrate residue; amino acid residue; 



peptide residuV or polypeptide residue; and 
\ 1 ^ 17 

wherein R^^" and R^ ' are independently selected from the group consisting of R 
^ and M; and 

wherein A is aspharmaceutically acceptable cation and M is a pharmaceutically 




H acceptable cation; and 

m is 

; (ST 

y 
u 

10. A compovmd of claim 3 wherein 
Q \ 

R^^ is independently selected from the group consisting of -OR^^, -NR^^R^^, - 

g NR^^C(0)R^'^, -OC(0)NR^^R'^ and\^^^S02R^^ and 

wherein R^"^, R^^, and R^^ are in<^pendently selected from the group 
consisting of alkyl, polyether, aryl, quatemai^heterocycle, arylalkyl, heterocyclylalkyl, 
quaternary heterocyclylalkyl, alkylheterocyclylalkyl, and alkyiammoniumalkyl, 



, and 



wherein alkyl optionally has one or more qarbons replaced by O or N^R^R^^A- 



wherein R^^, R^"*, and R^^ are optionally substituted with one or more groups 



selected from the group consisting of hydroxy, carboxy, a^l, quaternary 
heterocyclylalkyl, -SR^, -S(0)R^, -S(0)2R^, -S(0)3R^, -NR^R^^, -N"^R^R^^R^^A", 
CONR^R^^, and -PO(OR^^)OR^^, and 
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9 10 

Vherein R and R are independently selected from the group consisting of 

hydrogeA alkyl, heterocyclylalkyl, carboxyalkyl, carboalkoxyalkyl, and 

carboxyalky[heterocycle; and 
11 19 

wherein R and R are independently alkyl; and 

wherein is a pharmaceutically acceptable anion and M is a pharmaceutically 
acceptable cation. 



1 1 . A eoinpGUJ\d of claim 3 wherein: 

R^^ is independeA|y selected from the group consisting of -OR^"^, -NR^*'r^'* 
NR^^C(0)R^^, -OC(0)NR\R^^ and -NR^^S02R^^ and 

wherein R^"^, R^"^, andV^^ are independently selected from the group 
consisting of polyether, aryl, quaremary heterocycle, arylalkyl, heterocyclylalkyl, 
quaternary heterocyclylalkyl, and alkylheterocyclylalkyl, 

wherein R^^, R^^, and R^ ^ are optionally substituted with one or more groups 
selected from the group consisting of hycjroxy, carboxy, alkyl, quaternary 

heterocyclylalkyl, -SR^, -S(0)R^, -S(0)2^, -S(0)3R^, -NR^R^^, -N^R^R^^R^^A", - 

CONR^R^^, and -PO(OR^^)OR^^, and 

9 10 > 
wherein R and R are independently selected from the group consisting of 

hydrogen, alkyl, heterocyclylalkyl, carboxyalkyl, c^rboalkoxyalkyl, and 

carboxyalkylheterocycle; and 

1112 \ 
wherein R and R are independently alkyl; and 

wherein A' is a pharmaceutically acceptable anioir^d M is a pharmaceutically 
acceptable cation. 



12. A compoimd of claim 10 wherein is: 



,19 



IIA 



m 

ry 
W 
W 



in 

n 



wherein R^^ is as defined in Claim 10. 



13. A compoimd of claim 10 wherein R^ is: 




IIB 



wherein R'^ is as defined in Claim 10. 



14. A Compound of claim 10 wherein R*' is selected firom the group consisting 
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\ R= 1000 MW PEG 




15. A compound of claim 3 wherein: 

jis2; 

R*"^ and R*^ are independently selected from hydrogen and alkyl; and 
R^^ and R^^ are independently selected from hydrogen and alkyl. 
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1 6. A compound of claim 3 wherein: 
j is 2; 

are hydrogen; and 
R^^ and R^^ are independently selected from alkyl. 

1 7. A compound of claim 3 wherein: 
jis2; 

R^^andR^^ are hydrogen; and 

R~" and R^^ are independently selected from ethyl, propyl and but>4. 

18. A compound of claim 3 wherein j is 1 or 2. 

19. A compound of claim 3 wherein j is 2. 

20. A compoimd of claim 3 wherein R^"^ and R^^ are hydrogen. 

21 . A compound of claim 3 wherein R and R are independently selected from 
the group consisting of hydrogen and Ci^alkyl. 

9 A 9R 

22. A compound of claim 3 wherein R and R are independently selected from 
the group consisting Ci-6alkyl. 

23. A compound of claim 3 wherein R^"^ and R^^ are the same alkyl. 

9 A 9R 

24. A compoimd of claim 3 wherein R and R are each n-butyl. 

25. A compound of claim 3 wherein one of R^"^ and R^^ is ethyl and the other of 
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R'"" and R'** is n-butyl. 

26. A compoiind of claim 3 wherein one or more R^ are independently selected 
from methoxy and dimethylamino. 

27. A compound of claim 3 wherein 
j is 1 or 2; 

R^^ and R*^ are hydrogen; 
R^^ and R^" are n-butyl; and 

one or more R^ are independently selected from methoxy and dimethylamino. 

28. A compound of claim 3 wherein 
j is 1 or 2; 

R^^ and R^^ are hydrogen; 

one of R^^ and R^^ is ethyl and the other of R^"^ and R^^ is n-butyl; and 

one or more R^ are independently selected from methoxy and dimethylamino. 
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m is 0, 1, 2, 3 or 4; and 

R'\and R*^ are independently selected from hydrogen and alkyl; and 

are independently selected from hydrogen, alkyl, alkenyl, alkynyl, 
cycloalkyl, cyclbalkylalkyl, aryl, and aralkyl; or 

R^"^ and RY together with the carbon atom to which they are attached form a 
C3-7 cycloalkyl group: and 

R^ and R^ are independently selected from the group consisting of hydrogen, 
0x0, acyl, thioacyl, and R?; and 

wherein R^ is selected from the group consisting of alkyl; cycloalkyl; alkenyl; 

alkynyl; aryl; heterocyclyl; qu\emary heterocyclyl; -OR^; -SR^; -S(0)R^; -S02R^; 
and -S03R^; 

wherein the R^ alkyl; cycloalkA^l; alkenyl; alkynyl; aryl; heterocyclyl; and 
quaternary heterocyclyl radical is substit^ed with one or more radicals independently 
selected from the group consisting of halog^en; -CN; -N02; 0x0; alkyl; polyalkyl; 
haloalkyl; hydroxyalkyl; cycloalkyl; alkenyl ;\lkynyl; aryl; heterocyclyl; quatemary 

heterocyclyl; arylalkyl; heterocyclylalkyl; polyeW; -OR^^; -NR^^R^^; -SR^^; - 

S(0)R^^; -S02R^^; -S03R^^; -NR^^OR^"^; -NR^NR^^^^; -C02R^^; -OM; -S02 

OM; -S02NR^^R^'^; -C(0)NR^^R^^; -C(0)OM; -C©R^^; -NR*^C(0)R^^ - 
NR*^C(0)NR*^R*^ -NR^^COzR^^ -OC(0)R^^ -OC(0)N^'^R^'*; -NR^^SOR^"^; - 

NR*^S02R*^ -NR'^SONR^'^R'^ -NR*^S02NR''^R^^ -PR^ V"^; -P(0)R^^R^^; -P^R 
13j^l4j^l5^-. .p(or13)or1'*; -S'^R^^R^ V; and -N"^R^^r\^R^ V; and 

wherein the alkyl, polyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynyl, aryl, heterocyclyl, quatemary heterocyclyl, arylalkyl, heterocyclylalkyl, and 
polyether substituents of the R^ radical optionally may be fiirther sub^ituted with one 
or more radicals selected from the group consisting of -CN; halogenl hydroxy; 0x0; 
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alWl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; arylalkyl; heterocyclylalkyl; 
quatdmary heterocyclyl; -Or'^; -NrV; -Sr'^; -S(0)r'^; -S02R^; -S03R^;- C02R'^; - 
CONrV^; -N^R^R^R^s -P(0)r\^; -PR^R^; -P Vr^R V; and -P(0)(Or'^)OR 
^; and \ 

wherein the alkyl, polyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynyl, aryl, heterocyclyl, quaternary heterocyclyl, arylalkyl, heterocyclylalkyl, and 
polyether substituents of the R^ radical optionally may have one or more carbons 

replaced by -0-; -N^^^-; -N Vr V-; -S-; -SO-; -S02s -S Va -; -Pr'^-; ^'^^^ 

P"^R^R^A"s or pheny%e; and 
7 « 

wherein R and R\are independently selected from the group consisting of 
hydrogen; and alkyl; and 

wherein R^, R^^, and independently selected from the group consisting 

of hydrogen; alkyl; cycloalkyl; ali^nyl; alkynyl; aryl; heterocyclyl; 
alkylammoniumalkyl; arylalkyl; heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; 
carboalkoxyalkyl; carboxyaryl; carbokyheterocyclyl; amino; alkylamino; 
carboxyalkylamino; alkoxyalkylamino;^and acyl; and 

wherein R^ ^ and R^^ are independently selected from the group consisting of 
hydrogen; -CN; halogen; oxo; alkyl; alkenyl* alkynyl; aryl; heterocyclyl; arylalkyl; 
heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; carboalkoxyalkyl; cycloalkyl; 

cycloalkenyl; haloalkyl; hydroxyalkyl; cyanoalkyl; -OR^; -NR^R^^; -SR^; -S(0)R^; - 

S02R^; -S03R^; -C02R^; and -CONR^R^^; or 

1117 \ 
R and R together with the carbon atom to which they are attached form a 

cyclic ring; and 

wherein R^^, R^^, and R^^ are independently selected from the group 
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consisting of hydrogen; alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; alkynyl; aryl; 
hetbrocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; quaternary 
hetero^s^clyl alkyl; alkylarylalkyl; alkylheterocyclylalkyl; alkylammoniumalkyl; 
aminoalkyl; aminocarbonylalkyl; alkylanfiinocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether; or 

wherem R*^ and R*"^ together with the nitrogen atom to which they are 
attached form a mono- or polycyclic heterocyclyl that is optionally substituted with one 
or more radicals sheeted from the group consisting of oxo, carboxy, and quaternary 
salts; or 

wherein R^^ and R^^ together with the nitrogen atom to which they are 
attached form a cyclic ring; and 

wherein the R , R \, and R alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quatemary heterocyclyl; arylalkyl; heterocyclylalkyl; 
quaternary heterocyclylalkyl; alkjdarylalkyl; alkylheterocyclylalkyl; 
alkylammoniumalkyl; aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; ana\polyether radicals optionally maybe substituted 
with one or more radicals selected fronMie group consisting of halogen; -CN; sulfo; 
oxo; alkyl; haloalkyl; hydroxyalkyl; sulfoalkyl; alkenyl; alkynyl; aryl; heterocyclyl; 
quatemary heterocyclyl; quatemary heterocyclylalkyl; carboxy; carboxyalkyl; 

guanidinyl; -OR^^; -NR%^^; -N^R^R^%^A\; -SR^^; -S(0)R^; -S02R^; -S03R^^; 

-C02R^^; -CONR^R^^; .S02NR%1^; -PO(OR\)OR^^; -P^R^^; -P"^R^R^^R^U-; 

-S'^R^R^^A-; and carbohydrate residue; and 

wherein the R^"', R^^, and R^^ alkyl; haloalkyl^cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quatemary heterocyclyl; arylalWl; heterocyclylalkyl; 
quatemary heterocyclylalkyl; alkylarylalkyl; alkylheterocycl^alkyl; 
alkylammoniumalkyl; aminoalkyl; aminocarbonylall 
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^kylaminocarbonylalkyl; carboxyalkylaminocarbonylalkyl; and polyether radicals 

optionally may have one or more carbons replaced by -0-; -NR^-; -N^R^R^^A"-; -S-; - 

SO-; -SO2-; -S s .PR^s -P Vr^ Vs -P(0)R^-; phenylene; carbohydrate 
residue; a^ino acid residue; peptide residue; or polypeptide residue; and 

wherein R^ and R ' are independently selected from the group consisting of R 

^ and M; and 

wherein A\^s a pharmaceutically acceptable anion and M is a pharmaceutically 
acceptable cation; 

one or more R^Vadicals are independently selected from the group consisting of 
R^, hydrogen; halogen; -uN; -N02; alkyl; cycloalkyl; polyalkyl; haloalkyl; 
hydroxyalkyl; alkenyl; alkynyl; aryl; heterocyclyl; quaternary heterocyclyl; arylalkyl; 

heterocyclylalkyl; polyether; acyioxy; -OR^^; -NR^^R^"^; -SR^^; -S(0)R^^; -S(0)2R 
^^; -S03R^^; -S^R^^R^ V; -NrPoR^"^; -NR^^R^^^R^^; -C02R^^; -OM; -S02 
OM; -S02Nr13r^4. .nr^^C(0)R^^\c(0)NR^3r14. .c(0)OM; -COR^^; -OR^^; - 
S(0)NR^3r14. .nr13r18. _NRl8oR^'^^• -N^R^^^^R^ V; -PR^^rH. .p(0)r1% 

-P'*^R^^R^^R^^A"; amino acid residue; ijeptide residue; polypeptide residue; and 
carbohydrate residue; 

wherein the R^ alkyl; cycloalkyl; polyalkyl; haloalkyl; hydroxyalkyl; alkenyl; 

\ 

alkynyl; aryl; heterocyclyl; arylalkyl; heterocyclylal^l; polyether; acyioxy radicals 
optionally may be further substituted with one or more radicals selected from the group 



consisting of halogen; -CN; 0x0; -OR^^; -NR^R^^; -NtR%^%^A"; -SR^^; -S(0)R^ 

; -S02R^; -S03R^^; -C02R^^; -CONR%^^; -S02NR^R^^; -PO(OR^^)OR^^; -P%^^ 

; -P^R^R^ ^rI^A"; -S"^R^R^^A"; and carbohydrate residue; ^d 

wherein the R^ quaternary heterocyclyl radicaKpptionally may be 
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substituted with one or more radicals selected from the group consisting of halogen; - 
CNK-N02; oxo; alkyl; cycloalkyl; polyalkyl; haloalkyl; hydroxyalkyl; alkenyl; alkynyl; 

aryl; heterocyclyl; arylalkyl; heterocyclylalkyl; polyether; -OR^^; -NR^-^R^^; -SR^^; - 

S(0)R^^\S02R^^; -S03R^^; -NR^^OR^"^; -NR^^NR^'^R^^; -C02R^^; OM; -S02 

OM; -S02NR^^R^'^; -C(0)hfR^^R^'^; -C(0)OM; -COR^^; -P(0)R^%^'*; -P^^R^"^; - 

p+j^l3j^l4j^l5 V .p(or1^)OR^'^; -S^R^^R^ V; -N^R^^R^^R^ V; and 
carbohydrate residiae; and 

wherein the ^ radicals comprising carbon optionally may have one or more 

carbons replaced by -o\ -NR^^-; -N'^R^^R^ -S-; -SO-; -S02-; -S^R^^A'-; -PR 



^^-; -P(0)R^^-; -PR^^R^\-P'^R^^R^V-; phe 



lenylene; amino acid residue; peptide 
residue; polypeptide residue; Varbohydrate residue; polyether; or polyalkyl; wherein 
said phenylene; amino acid resiic^ue; peptide residue; polypeptide residue; carbohydrate 

residue; and polyalkyl optionally may have one or more carbons replaced by -0-; -NR^ 

-; -N"^R^R^ V-; -S-; -SO-; -S02-; VrV-; -PR^-; -pVr^ V-; or -P(0)R^-; and 

18 \ 

wherein R is selected from the group consisting of alkyl; alkenyl; alkynyl; 

\ 

aryl; heterocyclyl; quaternary heterocyclyl;^arylalkyl; heterocyclylalkyl; acyl; 
alkoxycarbonyl; arylalkoxycarbonyl; and heterocyclylalkoxycarbonyl; and 

to \ 

wherein the R alkyl; alkenyl; alkynylj^aryl; heterocyclyl; quaternary 

heterocyclyl; arylalkyl; heterocyclylalkyl; acyl; alkoxycarbonyl; arylalkoxycarbonyl; 

and heterocyclylalkoxycarbonyl radicals optionally may be substituted with one or 

\ 9 
more radicals selected from the group consisting of halogen; -CN ; NO2; 0x0; -OR ; - 

NR^R^^; -N'^R^R^ ^R^^^'; -SR^; -S(0)R^; -S02R^-\S03R^; -C02R^; -CONR^R 

^^; -S020M; -S02NR^R^^; -PR^R^^; -PCOR^^PR^"^; -PO(OR^^)OR^'^; and - 

C(0)OM; or 
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^pharmaceutically acceptable salt, solvate, or prodrug thereof; 
Sivided that at least one of R"^ and R^ is R^; and 

provided that the R^ alkyl, cycloalkyl, aryl, heterocyclyl, and -OR^ radicals are 
not substituted Vith -0(CH2)i-4NR'R"R'" wherein R\ R" and R'^' are independently 
selected from hyorogen and alkyl; and 

provided that at least one of the following conditions is satisfied: 

(a) the R^ moiW possesses an overall positive charge; and/or 

(b) the R^ moietj^ comprises a quaternary ammonium group or a quatemary 
amine salt; and/or 

(c) the R^ moiety cohptprises at least two carboxy groups. 

30. A compound of Claiin 29 wherein R^ is aryl substituted with one or more 

radicals independently selected frW the group consisting of halogen; -CN; -N02; oxo; 

alkyl; polyalkyl; haloalkyl; hydroxyMkyl; cycloalkyl; alkenyl; alkynyl; aryl; 

\ 1 
heterocyclyl; quatemary heterocyclyl; arylalkyl; heterocyclylalkyl; polyether; -OR ; - 

NR^^l"^; -SR^^; -S(0)R^^; -S02R^^;\s03R^^; -NR^^OR^^; -NR^^R^^R^^; - 

C02R^^; -OM; -S020M; -S02Nr1^r1'^\c(0)NR^^R^^; -C(0)0M; -COR^^; - 
NR'^C(0)R*^; -NR'^C(0)NR^'^R*^ -NR^^CaR^^; -OC(0)R*^ -OC(0)NR^^R*'^; - 

NR'^SOR*^ -NR'^SOjR'^ -NR'^SONR^'^R^^ W^^S02NR*'*R'^ -PR^^R^^; -P(0)R 
13^14. .p-^r13r14j^15^.. .p(or13)or14. .sAj^rI V; and .N^r1%14r15a-. 
and 

wherein the alkyl, polyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynyl, aryl, heterocyclyl, quatemary heterocyclyl, arylMkyl, heterocyclylalkyl, and 
polyether substituents of the R^ aryl optionally may be furtfier substituted with one or 
more radicals selected from the group consisting of -CN; h^ogen; hydroxy; oxo; alkyl; 
cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; arylalkyl; heterocyclylalkyl; 
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Vatemary heterocyclyl; -OR^; -Nr'^R^; -Sr'^; "S(0)r'^; -S02R'^; -S03R^;- C02R^; - 
COTm'^R^; -N'^R '^R^R^A-; .P(0)r'^R^; -Pr'^R^; -P Vr^R^A"; and -P(0)(OR^)OR 
^; and\ 

wnerein the alkyl, polyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynyl, aryl>lieterocyclyl, quaternary heterocyclyl, arylalkyl, heterocyclylalkyl, and 
polyether subsu^ents of the R^ aryl optionally may have one or more carbons replaced 

by -0-; -NR^-; -mR^R^A'-; -S-; -SO-; -S02s -S Va'-; -Pr'^-; -P(0)r'^s -P'^r'^R^ 
A"-; or phenylene; anc 
7 

wherein R and R^ are independently selected from the group consisting of 
hydrogen; and alkyl; and 

wherein R^, R^^, and are independently selected from the group consisting 
of hydrogen; alkyl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; 
alkylammoniumalkyl; arylalkyl; heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; 
carboalkoxyalkyl; carboxyaryl; carbox^heterocyclyl; amino; alkylamino; 
carboxyalkylamino; alkoxyalkylamino; and acyl; and 

wherein R^ ^ and R^^ are independently selected from the group consisting of 
hydrogen; -CN; halogen; oxo; alkyl; alkenyl; alkynyl; aryl; heterocyclyl; arylalkyl; 
heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; carboalkoxyalkyl; cycloalkyl; 

cycloalkenyl; haloalkyl; hydroxyalkyl; cyanoalkyl;\oR^; -NR%^^; -SR^; -S(0)R^; 

S02R^; -S03R^; -C02R^; and -CONR^R^^; or 

1117 \ 
R and R together with the carbon atom to whjch they are attached form a 

cyclic ring; and 

wherein R^^, R^^, and R^^ are independently selected^from the group 
consisting of hydrogen; alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; alkynyl; aryl; 
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heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; quaternary 
heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; alkylammoniumalkyl; 
aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether; or 

wherein R^^ and R*'^ together with the nitrogen atom to which they are 
attached form a, mono- or polycyclic heterocyclyl that is optionally substituted with one 
or more radicals selected from the group consisting of oxo, carboxy, and quatemary 
salts; or 

wherein R^^ aik R^^ together with the nitrogen atom to which they are 
attached form a cyclic ring: and 

wherein the R^"', ^\ and R^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quaremary heterocyclyl; arylalkyl; heterocyclylalkyl; 
quatemary heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylammoniumalkyl; aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and p)olyether radicals optionally may be substituted 
with one or more radicals selected from the group consisting of halogen; -CN; sulfo; 
oxo; alkyl; haloalkyl; hydroxyalkyl; sulfoalWl; alkenyl; alkynyl; aryl; heterocyclyl; 
quatemary heterocyclyl; quatemary heterocycl^alkyl; carboxy; carboxyalkyl; 

guanidinyl; -OR^^; -NR^R^^; -N^R^R^^^Al^^SR^^; -S(0)R^; -S02R^; -SOSR^^; 

-C02R^^; -CONR%^^; -S02NR^R^^; -PO(OR^^OR^^; -P^R^^; -P^R^R^^R^^A-; 

-S^R^R^^A-; and carbohydrate residue; and 

wherein the R^'', R^^, and R^^ alkyl; haloalkyl; a^cloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quatemary heterocyclyl; arylalkyl; heterocyclylalkyl; 
quatemary heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylammoniumalkyl; aminoalkyl; aminocarbonylalkyl; alkylaniinocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether radicals op^pnally may have one 
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b 



o\more carbons replaced by -0-; -NR'-; -nVr^^A"-; -S-; -SO-; -SO2-; -S''"R^A"-; - 

?R\ -P^R^R^^A -; -P(0)R'-; phenylene; carbohydrate residue; amino acid residue; 
peptid\residue; or polypeptide residue; and 

1^17. 

wnerein R'^andR^' are independently selected from the group consisting of R 
^ and M; anc 

whereiI^A is a pharmaceutically acceptable anion and M is a pharmaceutically 
acceptable cation\ 



31, A compound of claim 30 wherein R is 




II 



wherein 

k is 0, 1, 2, 3 or 4; and 

one or more R*^ are independently sel^ted from the group consisting of 
halogen; -CN; -N02; oxo; alkyl; polyalkyl; halbalkyl; hydroxyalkyl; cycloalkyl; 



alkenyl; alkynyl; aryl; heterocyclyl; quaternary het^ocyclyl; arylalkyl; 
heterocyclylalkyl; polyether; -OR^^; -NR^^R^^; -SR^^; -S(0)R^^; -S02R^^; -S03R 



-NR^^OR^^; -NR^^R^'^R^^; -C02R^^; -OM; -Sp20M; -S02NR^3r1'^; 



C(0)Nr1^R^'^; -C(0)0M; -COR'''; -NR''C(0)R*''; -NRrC(0)NR*'*R''; 
NR'^COiR*^ -0C(0)R*^ -0C(0)NR^^R^'^; -NR^^SOR''*; -W^^SOzR^^ - 



13. xTOl3r 



► 14. XTTT^U 



il4r>15. 
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JR^^SONR'^R*^ -NR^^SOaNR^'^R^^ -PR^^R^"^; -P(0)R^^R^'^; -P^R^^R^'^R^^A"; - 

PCOJl^^PR^'^; -S"^R^^R^ V; and -N'^R^^R^'^R^ V; and 

wherein the R^^ alkyl, polyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynyl^iaryl, heterocyclyl, quaternary heterocyclyl, arylalkyl, heterocyclylalkyl, and 
polyether radicals optionally may be further substituted with one or more radicals 
selected from the group consisting of -CN; halogen; hydroxy; oxo; alkyl; cycloalkyl; 
alkenyl; alkyny|; aryl; heterocyclyl; arylalkyl; heterocyclylalkyl; quaternary 

heterGcyclyl; =0P^7; -NpJr^; -SP7; -S(0)R'^; -S02R^; -S03R'^:- C02r'^; -CONr'^R^ 

; -N Vr^R^A-; -Pto)R'^R^; -Pr'^R^; -P'^r'^R^rV; and -P(0)(Or'^)OR^; and 

wherein the R* Vlkyl, polyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynyl, aryl, heterocyclyly quaternary heterocyclyl, arylalkyl, heterocyclylalkyl, and 

polyether radicals optionall3^^ay have one or more carbons replaced by -0-; -NR -; -N 

Vr^A--; -S-; -so-; -S02-; -S^R^A'-; -Pr'^-; -P(0)r'^-; -pVr^A"-; orphenylene; 
and 

7 8 \ 

wherein R and R are independently selected from the group consisting of 
hydrogen; and alkyl; and 

wherein R^, R^^, and RW are inde^ndently selected from the group consisting 
of hydrogen; alkyl; cycloalkyl; alkenyl; alkyi^l; aryl; heterocyclyl; 
alkylammoniumalkyl; arylalkyl; heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; 
carboalkoxyalkyl; carboxyaryl; carboxyheterocyclyl; amino; alkylamino; 
carboxyalkylamino; alkoxyalkylamino; and acyl; a^ 

wherein R^ ^ and R^^ are independently selected from the group consisting of 
hydrogen; -CN; halogen; oxo; alkyl; alkenyl; alkynyl; aiyl; heterocyclyl; arylalkyl; 
heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; carboalkoxyalkyl; cycloalkyl; 

cycloalkenyl; haloalkyl; hydroxyalkyl; cyanoalkyl; -ok^; -NR^R^^; -SR^; - 
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S(0)V; -S02R^; -S03R^; -C02R^; and -CONR^^^; or 



II 12 

and R together with the carbon atom to which they are attached form a 
cycHc ring\and 

wherein R^"^, R^^, and R^^ are independently selected from the group 
consisting of hydrogen; alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; alkynyl; aryl; 
heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; quaternary 
heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; alkylammoniximalkyl; 
airiinoalkyl; aminocarBGnylalk>4; alkylaminocarbonylalkyl; 
carboxyalkylaminocarboWalkyl; and polyether; or 

wherein R*^ and R^ together with the nitrogen atom to which they are 
attached form a mono- or polycyclic heterocyclyl that is optionally substituted with one 
or more radicals selected from tne group consisting of oxo, carboxy, and quaternary 
salts; or 

wherein R^^ and R^ ^ togetha^ with the nitrogen atom to which they are 
attached form a cyclic ring; and 

wherein the R^*^, R^^, and R^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quaternary hetero^clyl; arylalkyl; heterocyclylalkyl; 
quaternary heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylammoniumalkyl; aminoalkyl; aminocarbony^lkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether radicals optionally may be substituted 
with one or more radicals selected from the group consisting of halogen; -CN; sulfo; 
0X0 ; alkyl; haloalkyl; hydroxyalkyl; sulfoalkyl; alkenyl; alkynyl; aryl; heterocyclyl; 
quaternary heterocyclyl; quaternary heterocyclylalkyl; carboxy; carboxyalkyl; 

guanidinyl; -OR^^^; -NR^R^^; -N"*"R^R^^R^A"; -SR^^; -S(0)R^; -S02R^; -S03R^^; 

-C02R^^; -CONR^l^; -S02NR%^^; -PO(OR^^)OR^''; -R^R^^; -pVr^^R^^A-; 
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-S R R A-; and carbohydrate residue; and 

wherein the R^^, R^"*, and R^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; 
quaternary heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylammoniumalkyl; aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether radicals optionally may have one or 

more carbons replaced by -0-; -NR^-; -N"^R^R^ V-; -S-; -SO-; -SO2-; -S'^rV-; -PR^ 

-; -P R R^'^A"-; -P(0)R''-; pheriylene; carbohydrate residue; aiiiino acid residue; 
peptide residue; or polypeptide residue; and 

1 ^ 17 

wherein R and R are independently selected from the group consisting of R 

0 

and M; and 

wherein A is a pharmaceutically acceptable anion and M is a pharmaceutically 
acceptable cation. 

32. A compound of claim 31 wherein R^ is: 




IIA 



wherein R^^ is as defined in Claim 31. 



33. A compound of claim 3 1 wherein R^ is: 
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IIB 



wherein R*^ is as defined in Claim 31. 

34. A compound of claim 31 wherein: 
is R^^ and 

R"^ is selected from the group consisting of hydrogen and alkyl. 

35. A compound of claim 31 wherein: 

R"^ is selected from the group consisting of hydrogen and alkyl; and 
R' is R^ 



-OR^; 



36. A compounOyof claim 31 wherein: 
R^ is R^' and 

R"* is selected from the Woup consisting of hydrogen; oxo; alkyl; cycloalkyl; 

aryl; heterocyclyl; acyl, thioacyl, ; 

wherein the R^ alkyl; cycloalk^aryl; heterocyclyl radical is substituted with 

one or more radicals independently selected from the group consisting of halogen; -CN; 

-N02; oxo; alkyl; polyalkyl; haloalkyl; hydroxyalkyl; cycloalkyl; alkenyl; alkynyl; aryl; 

\ 13 
heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; polyether; -OR ^; - 

NR^^rI"^; -SR^^; -S(0)r1^; -S02R^^; -S03R^^; -NR^^OR^'^; -NR^^R^^^rI^; - 
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i»2R^^; -OM; -S020M; -S02NR^^R^^; -C(0)NR^^R^'^; -C(0)OM; -COR^^; - 
NK^C(0)R"'; -NR'^C(0)NR"*R'^ -NR'^C02R"*; -0C(0)R'^ -0C(0)NR'^R"*; - 

NR^^sblR'^; -NR'^SOaR'"*; -NR'^SONR'^R'^ -NR"S02NR'^R'^ -PR^^R^"^; -P(0)R 

13r14. .pV3r14r1 V; -?iOK^^)OR^^ Vr^^rI V; and -N^R^^^^R^^A-, 

and \ 

wherein me alkyl, polyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynyl, aryl, heteroWclyl, quaternary heterocyclyl, arylalkyl, heterocyclylalkyl, and 
polyether substituents M the R.^ radical optionally may be further substituted with one 
or more radicals selected nx)m the group consisting of -CN; halogen; hydroxy; oxo; 
alkyl; cycloalkyl; alkenyl; alK^yl; aryl; heterocyclyl; arylalkyl; heterocyclylalkyl; 

quaternary heterocyclyl; -OR^;\r^R^; -Sr'^; -S(0)R^; -S02R'^; -S03R^;- C02R^; - 

CONR^R^; -N^R VrV; -P(0)^R^; -Pr'^R^; -P Vr^R V; and -P(0)(Or'^)OR 

^; and 

wherein the alkyl, polyalkyl, halos^kyl, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynyl, aryl, heterocyclyl, quaternary heteroisj^clyl, arylalkyl, heterocyclylalkyl, and 
polyether substituents of the R"* radical optionaHy may have one or more carbons 

replaced by -0-; -NR^s -N'^R Va -; -S-; -SO-; ^02-; -S Va*-; -PR^-; -P(0)R^-; 

+ 78 

P R R A"-; or phenylene; and 

7 8 \ 

wherein R and R are independently selected fropi the group consisting of 

hydrogen; and alkyl; and 

wherein R^, R^^, and R^ are independently selected from the group consisting 
of hydrogen; alkyl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl^ 
alkylammoniumalkyl; arylalkyl; heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; 
carboalkoxyalkyl; carboxyaryl; carboxyheterocyclyl; amino; alkylaminp; 
carboxyalkylamino; alkoxyalkylamino; and acyl; and 
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rfierein R and R are independently selected from the group consisting of 
hydrogen;\CN; halogen; oxo; alkyl; alkenyl; alkynyl; aryl; heterocyclyl; arylalkyl; 
heterocyclylaUcyl; carboxyalkyl; alkoxyalkyl; carboalkoxyalkyl; cycloalkyl; 

cycloalkenyl; h^alkyl; hydroxyalkyl; cyanoalkyl; -OR^; -NR^R^^; -SR^; -S(0)R^; - 

S02R^; -S03R^; Vo2R^; and -CONR%^^; or 
11 1 2\ 

R and R together with the carbon atom to which they are attached form a 
cyclic ring; and 

wherein R^*^, R^'^^Vid R^^ are independently selected from the group 
consisting of hydrogen; alkylplialoalkyl; cycloalkyl; polyalkyl; alkenyl; alkynyl; aryl; 
heterocyclyl; quaternary heterocVclyl; arylalkyl; heterocyclylalkyl; quaternary 
heterocyclylalkyl; alkylarylalkyl; ^^Iheterocyclylalkyl; alkylammoniumalkyl; 
aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether; or 

wherein R*^ and R^"* together with the nitrogen atom to which they are 
attached form a mono- or polycyclic heterowclyl that is optionally substituted with one 
or more radicals selected from the group consisting of oxo, carboxy, and quaternary 
salts; or 

wherein R^"^ and R^^ together with the nitf^qgen atom to which they are 
attached form a cyclic ring; and 

wherein the R'^^, R^^, and R^^ alkyl; haloalkyl;''(^cloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quaternary heterocyclyl; arylalb/l; heterocyclylalkyl; 
quaternary heterocyclylalkyl; alkylarylalkyl; alkylheterocyclyijalkyl; 
alkylammoniumalkyl; aminoalkyl; aminocarbonylalkyl; alkylai^inocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether radicals optional^ maybe substituted 
with one or more radicals selected from the group consisting of hal^en; -CN; sulfo; 
oxo; alkyl; haloalkyl; hydroxyalkyl; sulfoalkyl; alkenyl; alkynyl; aryl; 
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heterocyclyl; quaternary heterocyclyl; quaternary heterocyclylalkyl; carboxy; 

carW>xyalkyl; guanidinyl; -OR^^; -NR%^^; -N"^R^R^^R^A"; -SR^^; -S(0)R^; -S02 

R^; -S(W^^; -C02R^*^; -CONR%^^; -S02NR%^^; -PO(OR^^)OR^'^; -?\^^; -P^ 

R^R^^R^ ^ Ar; -S^R^R^^A-; and carbohydrate residue; and 

wherein^e R^*^, R^^, and R^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; 
quaternary heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylammoniumalkyl; ^inoalkyl; aminocarbonylalkyl; alkylaniinocafboriyralkyi; 
carboxyalkylaminocarbonyialkyl; and polyether radicals optionally may have one or 

more carbons replaced by -0\-NR^s -N^R^R^ V-; -S-; -SO-; -SO2-; -S^R^A"-; -PR^ 

-; -P^R^R^^A'-; -P(0)R^-; pheriylene; carbohydrate residue; amino acid residue; 
peptide residue; or polypeptide residue; and 

16 17 \ 

wherein R^ and R are independently selected from the group consisting of R 
^ and M; and 

wherein A is a pharmaceutically ac'^eptable cation and M is a pharmaceutically 
acceptable cation. 



37. A compound of claim 31 wherein: 

R^ is selected from the group consisting of l\ydrogen; 0x0; alkyl; cycloalkyl; 

aryl; heterocyclyl; acyl, thioacyl, and -OR^; 

wherein the R alkyl; cycloalkyl; aryl; heterocyclyl radical is substituted with 
one or more radicals independently selected from the group consisting of halogen; -CN; 
-N02; 0x0; alkyl; polyalkyl; haloalkyl; hydroxyalkyl; cyclqalkyl; alkenyl; alkynyl; aryl; 

13 

heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; polyether; -OR ; - 
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W^^R^"^; -SR^^; -S(0)R^^; -S02R^^; -S03R^^; -NR^^OR^"^; -NR^%R^%^^; - 

C02R^^; -OM; -S020M; -S02NR^^R^^; -C(0)NR^^R^^; -C(0)OM; -COR^^; - 
NR' W))R"*; -NR'^C(0)NR"*R'^; -NR'^COaR'"; -0C(0)R'^; -0C(0)NR'^R"*; - 

NR'^SoV; -NR'^S02R"*; -NR'^S0NR"*R'^ -NR'^S02NR"*R'^; -PR^^R^"^; -P(0)R 
13r14. .p+\3j^l4^15^-. .p(or13)or14. .s+r13r1 V- and -N+r1%1%1 V; 



and 



wherein th^alkyl, polyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl. 



alkynyl, aryl, heterocxclyl, quaternary heterocyclyl, arylalkyl, heterocycTyiaikyi, and 
polyether substituents of the radical optionally may be further substituted with one 
or more radicals selected horn the group consisting of -CN; halogen; hydroxy; oxo; 
alkyl; cycloalkyl; alkenyl; alk^ynyl; aryl; heterocyclyl; arylalkyl; heterocyclylalkyl; 

quaternary heterocyclyl; -OR^; Vr^R^; -Sr'^; -S(0)R^; -S02R^; -S03R^;- C02r'^; 

CONr'^R^; -N'^r'^R^R^A-; -P(0)^\^; -?rV; -P Vr^rV; and -P(0)(OR^)OR 

^; and 

wherein the alkyl, polyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynyl, aryl, heterocyclyl, quaternary heterocyclyl, arylalkyl, heterocyclylalkyl, and 
polyether substituents of the R^ radical optionally may have one or more carbons 

replaced by -0-; -NR^-; -N Vr^A -; -S-; -SO% -S02-; -S Va -; -PR^-; -P(0)R^-; 
+ 78 

P R R A'-; or phenylene; and 

wherein R and R are independently selected from the group consisting of 
hydrogen; and alkyl; and 

wherein R^, R^^, and R^ are independently selected from the group consisting 
of hydrogen; alkyl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; 
alkylammoniumalkyl; arylalkyl; heterocyclylalkyl; carboxyall^; alkoxyalkyl; 
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rboalkoxyalkyl; carboxyaryl; carboxyheterocyclyl; amino; alkylamino; 

can^oxyalkylamino; alkoxyalkylamino; and acyl; and 
11 19 

V wherein R and R are independently selected from the group consisting of 
hydrogerk -CN; halogen; 0x0; alkyl; alkenyl; alkynyl; aryl; heterocyclyl; arylalkyl; 
heterocyclj^lalkyl; carboxyalkyl; alkoxyalkyl; carboalkoxyalkyl; cycloalkyl; 

cycloalkenyl; Haloalkyl; hydroxyalkyl; cyanoalkyl; -OR^; -NR%^^; -SR^; -S(0)R^; - 
S02R^; -S03R^;\:02R^; and -CONR^R^^; or 



-1 1 10^, 

R^ ^ and R'"^ f^ether with the carbon atom to which they aie attached form a 
cyclic ring; and 

wherein R^^, R^"*, atad R^^ are independently selected from the group 
consisting of hydrogen; alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; alkynyl; aryl; 
heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; quaternary 
heterocyclylalkyl; alkylarylalkyl; alKylheterocyclylalkyl; alkylammoniumalkyl; 
aminoalkyl; aminocarbonylalkyl; alkyiaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether; or 

wherein R*^ and R'"^ together with the nitrogen atom to which they are 
attached form a mono- or polycyclic heterocyclyl that is optionally substituted with one 
or more radicals selected from the group consisting of 0x0, carboxy, and quatemary 
salts; or 

wherein R^^ and R^ ^ together with the nitro^gen atom to which they are 
attached form a cyclic ring; and 



wherein the R^^, R^^, and R^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quatemary heterocyclyl; arylalky^; heterocyclylalkyl; 
quatemary heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylammoniumalkyl; aminoalkyl; aminocarbonylalkyl; alkylanwnocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether radicals optionally may be 
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substituted with one or more radicals selected from the group consisting of halogen; - 
CNVsulfo; oxo; alkyl; haloalkyl; hydroxyalkyl; sulfoalkyl; alkenyl; alkynyl; aryl; 
heteroWclyl; quaternary heterocyclyl; quaternary heterocyclylalkyl; carboxy; 

carboxyalKvl; guanidinyl; -OR^^; -NR^R^^; -N"*'R%^^R^A"; -SR^^; -S(0)R^; -S02 
R^; -S03R^ VC02R^^; -CONR^R^^; -S02NR%^^; -PO(OR^^)OR^^; -P^R^^; -P^ 
R^R^^R^ ^ -SyR^R^^A-; and carbohydrate residue; and 

wherein the 11^ R^^, and R^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyb^l; quatemary heterocyclyl; arylalkyi; heterocyciyiaikyl; 
quatemary heterocyclylalk;;^; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylammoniumalkyl; aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonyla^l; and polyether radicals optionally may have one or 

more carbons replaced by -O-; -NR^; -nVr^ V-; -S-; -SO-; -SO2-; -S"^rV-; -PR^ 

-; -P^R^R^^A'-; -P(0)R^-; phenylene* carbohydrate residue; amino acid residue; 
peptide residue; or polypeptide residue^^d 

wherein R^^ and R^^ are independently selected from the group consisting of R 

Q 

and M; and 

wherein A is a pharmaceutically acceptable cation and M is a pharmaceutically 
acceptable cation; and 
R^ is R^ 




38. A compound of claim 31 wherein: 

R^^ is independently selected from the group consisting of -OR^*^, -NR^'^R^'*, - 
NR^^C(0)R^^ -OC(0)NR^^R*^ and -NR^^S02R^^ and 

wherein R^^, R^"*, and R^^ are independently selected from the group 
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isisting of alkyl, polyether, aryl, quaternary heterocycle, arylalkyl, heterocyclylalkyl, 
smary heterocyclylalkyl, alkylheterocyclylalkyl, and alkylammoniimialkyl, 



, and 



/herein alkyl optionally has one or more carbons replaced by O or N^R^R^^A- 



whe^ein R^"', R^^, and R^^ are optionally substituted with one or more groups 



selected from flje group consisting of hydroxy, carboxy, alkyl, quaternary 

heterocyclylalkylVSR^, -S(0)R^, -S(0)2R^, -S(0)3R^, -NR^R^^, -N^R^^^R^^A", 

CONR^R'*^, and -Pl^OR^^)OR^^^, and 

wherein R^ and\R^^ are independently selected from the group consisting of 
hydrogen, alkyl, heterocy<^ylalkyl, carboxyalkyl, carboalkoxyalkyl, and 
carboxyalkylheterocycle; and 

wherein R^ ^ and R^^ ^ independently alkyl; and 

wherein A" is a pharmaceutically acceptable anion and M is a pharmaceutically 
acceptable cation. 




39. A cornpoxmd of claim 31 wherein: 

1 '3 111 4 

R*^ is independently selected from tl^ group consisting of -OR , -NR R , 
Na'3c(O)K.V0C(0)WK.3...a-NK.3s,^R-,a„. 

wherein R^^, R^^, and R^^ are independently selected from the group 
consisting of polyether, aryl, quatemary heterocycle\arylalkyl, heterocyclylalkyl, 
quaternary heterocyclylalkyl, and alkylheterocyclylalkyl, 



, and 



\ + 9 10 

wherein alkyl optionally has one or more carbonsVeplaced by O or N R R A- 



wherein R^^, R^^, and R^^ are optionally substituted with one or more groups 
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selected frohj^the group consisting of hydroxy, carboxy, alkyl, quaternary 

heterocyclylalkyhs^SR^, -S(0)R^, -S(0)2R^ -S(0)3R^, -NR%^^, -N"^R%^ ^R^^A", 

CONR^R^^, and -POKlR^^)OR^^, and 

wherein R and R ^^e independently selected from the group consisting of 

hydrogen, alkyl, heterocyclylall^i^carboxyalkyl, carboalkoxyalkyl, and 

carboxyalkylheterocycle; and 

11 12 X 
wherein R and R are independentiy alkyl; and 

wherein A" is a pharmaceutically acceptaol^anion and M is a pharmaceutically 
acceptable cation. 



40. A compound of claim 38 wherein R^ is: 



.19 



IIA 



wherein R^^ is as defined in Claim 38, 



41 . A compound of claim 38 wherein R is: 
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^+NEt3 9 
-0-S- 

II 

o 



Me 
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43. A compound of claim 38 wherein: 

jis2; 

are independently selected from hydrogen and alkyl; and 
R'^'^ and R^^ are independently selected from hydrogen and alkyl. 

44. A compound of claim 38 wherein: 
J * — J 

R*"^ and R^^ are hydrogen; and 

R^"^ and R^^ are independently selected from alkyl. 

45. A compound of claim 38 wherein: 

j is 2; 

R'^^and R^^ are hydrogen; and 

R^^ and R'^^ are independently selected from ethyl, propyl and butyl. 

46. A compound of claim 38 wherein: 

j is 2; 

R'^ and R^^ are hydrogen; 

R^"^ and R^^ are independently selected from ethyl, propyl and butyl; 
R^ is R^ and 

R"* is selected from hydrogen and alkyl. 

47. A compound of claim 38 wherein: 
j is 2; 

R^"^ and R^^ are hydrogen; 

R^"^ and R^^ are independently selected from ethyl, propyl and butyl; 
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R is selected from from hydrogen and alkyl; and 
is R^ 

48. A compoxmd of claim 38 wherein j is 1 or 2. 

49. A compound of claim 38 wherein j is 2. 

50. A compound of claim 38 wherein R^"^ and R*^ are hydrogen. 

5 1 . A compound of claim 38 wherein R^"*^ and R^^ are independently selected 
from the group consisting of hydrogen and Ci-6alkyl. 

52. A compound of claim 38 wherein R^^ and R^^ are independently selected 
from the group consisting Ci^ alkyl. 

53. A compound of claim 38 wherein R^"^ and R^^ are the same alkyl. 

54. A compound of claim 38 wherein R^"*" and R^^ are each n-butyl. 

55. A compound of claim 38 wherein one of R^"^ and R^^ is ethyl and the other of 
R^^ and R^^ is n-butyl. 

56. A compound of claim 38 wherein one or more R^ are independently selected 
from methoxy and dimethylamino. 

57. A compound of claim 38 wherein 
j is 1 or 2; 
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R and R are hydrogen; 
R^^ and R^^ are n-butyl; and 

one or more R^ are independently selected from methoxy and dimethylamino. 

58. A compound of claim 38 wherein 
j is 1 or 2; 

R*"^ and R^^ are hydrogen; 

one of R^"^ and R^^ is ethyl and the other of R^"^ and R^^ is n-butyl; and 

one or more R" are independently selected from rnetlioxy and dimethylamino. 

59. A compound of claim 42 wherein: 
j is 2; 

R*"^ and R^^ are independently selected from hydrogen and alkyl; and 
R^"^ and R^^ are independently selected from hydrogen and alkyl. 

60. A compound of claim 42 wherein: 

jis2; 

R^^and R^^ are hydrogen; and 

R^^ and R^^ are independently selected from alkyl. 

61 . A compound of claim 42 wherein: 
j is 2; 

R"^andR'^ are hydrogen; and 

R^^ and R'^^ are independently selected from ethyl, propyl and butyl. 

62. A compound of claim 42 wherein: 
jis2; 
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R''^ and R'^ are hydrogen; 

R and R are independently selected from ethyl, propyl and butyl; 
R^ is R^; and 

R"* is selected from hydrogen and alkyl. 

63. A compovind of claim 42 wherein: 
j is 2; 

R"^ and R'^ are hydrogen; 

R and are independently seiected from ethyl, propyl aiid butyl; 

is selected from from hydrogen and alkyl; and 
R^ is R^ 



64. A compound of claim 42 wherein j is 1 or 2. 

65. A compound of claim 42 wherein j is 2. 

66. A compound of claim 42 wherein R^"^ and R'^ are hydrogen. 

67. A compound of claim 42 wherein R'^^ and R'^^ are independently selected 
from the group consisting of hydrogen and Ci-6alkyL 

68. A compound of claim 42 wherein R^"^ and R^*^ are independently selected 
from the group consisting Ci,6alkyl. 

69. A compound of claim 42 wherein R^^ and R^^ are the same alkyl. 

70. A compound of claim 42 wherein R^"^ and R^^ are each n-butyl. 
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7 1 . A compoxind of claim 42 wherein one of R and R is ethyl and the other of 
R^^ and R^^ is n-butyl 

72. A compound of claim 42 wherein one or more R^ are independently selected 
from methoxy and dimethylamino. 

73. A compound of claim 42 wherein 
j is 1 or 2; 

R*"^ and R^^ are hydrogen; 
R^^ and R^^ are n-butyl; and 

one or more R^ are independently selected from methoxy and dimethylamino. 

74. A compound of claim 42 wherein 
j is 1 or 2; 

R*^ and R*^ are hydrogen; 

one of R^^ and R^^ is ethyl and the other of R^"^ and R^^ is n-butyl; and 

one or more R^ are independently selected from methoxy and dimethylamino. 




R 



IB 



R 



2A 



2B 



IB 
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i^herein: 
j i\ 0, 1 or 2; and 
m is\0, 1, 2, 3 or 4; and 

R'^ and R^^ are independently selected from hydrogen and alkyl; and 

R^^ and are independently selected from hydrogen, alkyl, alkenyl, alkynyl, 
cycloalkyl, cycloalkylalkyl, aryl, and aralkyl; or 

R"^^ and R^^together with the carbon atom to which they are attached form a 
C3.7 cycloalkyl group;Vnd 

R'' and R" are inaependently selected from the gro up consisting of hydrogen, 
0x0, acyl, thioacyl and R^^nd 

wherein R^ is selected from the group consisting of alkyl; cycloalkyl; alkenyl; 

alkynyl; aryl; heterocyclyl; quaternary heterocyclyl; -OR^; -SR^; -S(0)R^; -S02R^; 
and -S03R^; 

wherein the R^ alkyl; cycloal^l; alkenyl; alkynyl; aryl; heterocyclyl; and 

quaternary heterocyclyl radical is substituted with one or more radicals independently 

\ 

selected from the group consisting of halogen; -CN; -N02; 0x0; alkyl; polyalkyl; 

\ 

haloalkyl; hydroxyalkyl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; quaternary 



heterocyclyl; arylalkyl; heterocyclylalkyl; polyether; -OR^^; -NR^^R^"*; -SR^^; 



S(0)R^^; -S02R^^; -S03R^^; -NR^^OR^"^; -NR^^R^'^R^^; -C02R^^; -OM; -S02 



OM; -S02NR^^R^'^; -C(0)NR^3r^'*; -C(0)0]^^C0R^^; -NR^^C(0)R^^ - 
NR*^C(0)NR^^R*^; -NR*^C02R*^; -OC(0)R*^ -0C(0)NR^^R'^ -NR^^SOR*^ - 

NR^^SOaR*"^; -NR*^SONR*^R*^ -NR*^S02NR*V^ ^PR^^R^^; -P(0)R^^R^^ -P^R 
13j^l4j^l5^-. .p(or13)or14. .s"^r13r14^-. -N^R^%14j^l V; and 

wherein the alkyl, polyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl. 



alkynyl, aryl, heterocyclyl, quaternary heterocyclyl, arylalkyl, heterocyclylalkyl, 
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h\d polyether substituents of the radical optionally may be further substituted with 
oneVor more radicals selected from the group consisting of -CN; halogen; hydroxy; oxo; 
alkyl;\ycloallcyl; alkenyl; alkynyl; aryl; heterocyclyl; arylalkyl; heterocyclylalkyl; 

quatemaJ^eterocyclyl; -OR^; -Nr'^R^; -SR'^; -S(0)R^; -S02r'^; -S03R^;- C02r'^; - 

CONR^R^; V^r'^R^R^As -P(0)R^R^; -?rV; -pVr^rV; and -P(0)(OR^)OR 

^; and \ 

wherein the\lkyl, polyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynyl, aryl, heterocyi2;|yi, quaternary heterocyclyl, aiylalkyi, heterGeyelylalkyl, and 
polyether substituents of^e R^ radical optionally may have one or more carbons 

replaced by -0-; -Nr'^-; -N^'^R V-; -S-; -SO-; -S02-; -S Va"-; -Pr'^-; -P(0)r'^-; 
+ 78 

P R R A"-; or phenylene; and 

wherein R and R are independently selected from the group consisting of 
hydrogen; and alkyl; and 

wherein R^, R^^, and R^ are ind^endently selected from the group consisting 
of hydrogen; alkyl; cycloalkyl; alkenyl; alkjii^l; aryl; heterocyclyl; 
alkylammoniumalkyl; arylalkyl; heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; 
carboalkoxyalkyl; carboxyaryl; carboxyheterocyclyl; amino; alkylamino; 
carboxyalkylamino; alkoxyalkylamino; and acyl; and 

wherein R^ ^ and R^^ are independently selected from the group consisting of 
hydrogen; -CN; halogen; oxo; alkyl; alkenyl; alkynyl; aryl: heterocyclyl; arylalkyl; 
heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; carboalkoxyalkyl; cycloalkyl; 

cycloalkenyl; haloalkyl; hydroxyalkyl; cyanoalkyl; -OR^; -NR^R^^; -SR^; -S(0)R^; 

S02R^; -S03R^; -C02R^; and -CONR%^^; or 

R^ ^ and R^^ together with the carbon atom to which they ar^ attached form a 
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cyclic ring; and 

\ wherein R^^, R^^, and R^^ are independently selected from the group 
consisting of hydrogen; alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; alkynyl; aryl; 
heterocycivl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; quaternary 
heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; alkylammoniumalkyl; 
aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether; or 

wherein R*\and R^"* together with the nitrogen atom to which they are 
attached form a mono\ or polycyclic heterocyclyl that is optionally substituted with one 
or more radicals selecteOyfrom the group consisting of oxo, carboxy, and quaternary 
salts; or 

wherein R^^ and R^^^ogether with the nitrogen atom to which they are 
attached form a cyclic ring; and^ 

wherein the R^^, R^^, an(rR^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quatemarV heterocyclyl; arylalkyl; heterocyclylalkyl; 
quaternary heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylammoniumalkyl; aminoalkyl; aminofearbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether radicals optionally may be substituted 
with one or more radicals selected from the group consisting of halogen; -CN; sulfo; 
oxo; alkyl; haloalkyl; hydroxyalkyl; sulfoalkyl; alkenyl; alkynyl; aryl; heterocyclyl; 
quatemary heterocyclyl; quaternary heterocyclylalkyl; carboxy; carboxyalkyl; 

guanidinyl; -OR^^; -NR^^^; -N'^R^^^R^A"; -SR^^; -S(0)R^; -S02R^; -S03R^^; 

-C02R^*^; -CONR%^^; -S02NR%1^; -PO(OR^*^)OR\ '^; -P^R^^; -P^R^R^^R^U-; 

-S^R^R^^A-; and carbohydrate residue; and 

wherein the R^-', R^^, and R^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
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alkynyl; aryl; heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; 
quaternary heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylatounoniunialkyl; aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyajkylaminocarbonylalkyl; and polyether radicals optionally may have one or 

more carbo^ns replaced by -O-; -NR^-; -N^R^R^ Vs'-S-; -SO-; -SO2-; -S'^rV-; -PR^ 

-; -P^R^R^^V-; -P(0)R^-; phenylene; carbohydrate residue; amino acid residue; 
peptide residue;Vr polypeptide residue; and 

wherein R \ and R arc independently selected from the group consisting of R 

^ and M; and 

wherein A is a pharmaceutically acceptable anion and M is a pharmaceutically 
acceptable cation; and 

one or more R^ radic^als are independently selected from the group consisting of 
R^, hydrogen; halogen; -CN; -T^2; alkyl; cycloalkyl; polyalkyl; haloalkyl; 
hydroxyalkyl; alkenyl; alkynyl; awl; heterocyclyl; quaternary heterocyclyl; arylalkyl; 

heterocyclylalkyl; polyether; acyloxy* -OR^^; -NR^^R^^; -SR^^; -S(0)R^^; -S(0)2R 

^^; -S03R^^; -S^R^^R^ V; -NR^^OR^^; -NR^^NR^'^R^^; -C02R^^; -OM; -S02 

OM; -S02Nr1^R^4; -NR^^C(0)R^^ -CCO^NR^^R^"^; -C(0)OM; -COR^^; -OR^^; - 

S(0)NR^3r^'^; -NR^^R^^; -NR^^OR^^; -^^R^^R^^^ V; -PR^^R^"^; .P(0)r1^R 

^^; -P''"R^*'r^^R^^A"; amino acid residue; peptide residue; polypeptide residue; and 
carbohydrate residue; 

wherein the R^ alkyl; cycloalkyl; polyalkyl; haloalkyl; hydroxyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; arylalkyl; heterocyclylalkyl^polyether; acyloxy radicals 
optionally may be fiirther substituted with one or more radicals selected from the group 

consisting of halogen; -CN; 0x0; -OR^^; -NR^R^^; -N^R%^%^A"; -SR^^; -S(0)R^ 
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; V)2R^; -S03R^^; -C02R^^; -CONR^R^^; -S02NR%^^; -P0(0R'^)0R"; -P^R^^ 

; -P Vr^ ^R^^A"; -S''"R^R^^A'; and carbohydrate residue; and 

Vherein the R^ quaternary heterocyclyl radical optionally may be substituted 
with one or more radicals selected from the group consisting of halogen; -CN; -N02; 
oxo; alkyl; cycloalkyl; polyalkyl; haloalkyl; hydroxyalkyl; alkenyl; alkynyl; aryl; 

heterocyclyl; arj^klkyl; heterocyclylalkyl; polyether; -OR^^; -NR^^R^*^; -SR^-'; - 
S(0)R^^; -S02R^\-S03R^^; -NR^^OR^^; -NR^^NR^%^^; -C02R^^; OM; -S02 
OM; -S02NR^^r1'^; -C(0)NR^^R^'^; -C(0)OM; -COR^^; -P(0)R^^R^'^; -P^^R^^ - 
p+j^l3j^l4j^l5^-. .p(OR^)OR^^; -S^R^^R^ V; -N^R^^R^'^R^ V; and 
carbohydrate residue; and 

wherein the R^ radicals comprising carbon optionally may have one or more 

carbons replaced by -0-; -NR^^-; V'R^^R^ V-; -S-; -SO-; -S02-; -S^R^^A"-; -PR 

^^-; -P(0)R^^-; -PR^^R^"^; -P^R^^R^^^"-; phenylene; amino acid residue; peptide 
residue; polypeptide residue; carbohydrate residue; polyether; or polyalkyl; wherein 
said phenylene; amino acid residue; peptide^esidue; polypeptide residue; carbohydrate 

residue; and polyalkyl optionally may have onevpr more carbons replaced by -0-; -NR 

-; -N^R^R^ V-; -S-; -SO-; -S02-; -S'^rV-; -PR^-; -P'^'R^R^ V-; or -P(0)R^-; and 

1 8 \ 
wherein R is selected from the group consis^g of alkyl; alkenyl; alkynyl; 

aryl; heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; acyl; 

alkoxycarbonyl; arylalkoxycarbonyl; and heterocyclylalkoxycarbonyl; and 

18 \ 

wherein the R alkyl; alkenyl; alkynyl; aryl; heterocj^lyl; quaternary 
heterocyclyl; arylalkyl; heterocyclylalkyl; acyl; alkoxycarbonyl; arylalkoxycarbonyl; 
and heterocyclylalkoxycarbonyl radicals optionally may be substituted with one or 
more radicals selected from the group consisting of halogen;^CN ; NO2; 0x0; - 
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OrVnR^R^^; -N'^R^^^R^ V; -SR^; -S(0)R^; -S02R^; -S03R^; -C02R^; - 

CONR^R^^; .S020M; .S02NR^R^^; -PR^^^; -P(OR^^)OR^'^; -PO(OR^ ^R^^; 
and -C(0)pM; or 

a pnlmnaceutically acceptable salt, solvate, or prodrug thereof; 

proviofed that at least one of R^, R"^ and R^ is R^; and 

provided that the R^ alkyl, cycloalkyl, aryl, and heterocyclyl, and -OR^ radicals 
are not substitutedVith -0(CH2)mNR'R"R'" wherein R\ R" and R'" are 
independently selected from hydrogen and alkyl; and 



provided that at^ast one of the following conditions is satisfied: 
(a) the R^ moiety possesses an overall positive charge; 

»5 



p^s 

(b) the R^ moiety comprises a quaternary ammonixim group or a quaternary 



amine salt; and 



(c) the R^ moiety comprises at least two carboxy groups. 



76. A compound of Claim ^6 wherein R^ is aryl substituted with one or more 

radicals independently selected from the group consisting of halogen; -CN; -N02; oxo; 

alkyl; polyalkyl; haloalkyl; hydroxyalkyk cycloalkyl; alkenyl; alkynyl; aryl; 

\ 1 3 

heterocyclyl; quatemary heterocyclyl; arylalkyl; heterocyclylalkyl; polyether; -OR ; - 

NR^^R^"^; -SR^2; -S(0)R^^; -S02R^^; -S03R^^; -NR^^OR^^; -NR^^R^'^R^^; - 

C02R^^; -OM; -S020M; -S02NR^^R^'^; -C(G))NR^3r^'^; -C(0)0M; -COR^^; - 
NR^^C(0)R^^ -NR*^C(0)NR*'^R*^ -NR'^C02R'VoC(0)R*^ -0C(0)NR'^R'^ - 

NR'^SOR*^ -NR^^S02R*^ -NR'^SONR'^R^^ -NR*\o2NR*^R'^ -PR^^R^"^; -P(0)R 
13^^14. .p+r13j^14j^15^-. -P(0R^^)0R^^ -S^R^^r\V; and -N^R^^R^^R^^A"; 
and 

wherein the alkyl, polyalkyl, haloalkyl, hydr^xyalkyl, cycloalkyl, 
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Valkenyl, alkynyl, aryl, heterocyclyl, quaternary heterocyclyl, arylalkyl, 
hkerocyclylalkyl, and polyether substituents of the aryl optionally may be further 
substituted with one or more radicals selected from the group consisting of -CN; 
halogerk hydroxy; oxo; alkyl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; arylalkyl; 

heterocycMalkyl; quaternary heterocyclyl; -OR^; -NR^^; -SR^; -S(0)R^; -S02R^; - 

S03R^;- C02R^; -CONR^R^; -N^R^R^R^A-; -P(0)R^R^; -PR^R^; -P^R^R^R^A"; 

and -P(0)(Or'^)^R^; and 

wherein the\aikyi, pdlyalkyi, haioalkyi, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynyl, aryl, heterocyclyl, quaternary heterocyclyl, arylalkyl, heterocyclylalkyl, and 
polyether substituents of the R^ aryl optionally may have one or more carbons replaced 

by-0-; -NR^s -nVr^A,-; -S-; -SO-; -S02-; -S^rV-; -PR^-; -P(0)R^-; -P'^rV^ 
A"-; or phenylene; 

7 8 N 

wherein R and R^ are independently selected from the group consisting of 
hydrogen; and alkyl; 

wherein R^,R^^, and RW are independently selected from the group consisting 

of hydrogen; alkyl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; 

alkylammoniumalkyl; arylalkyl; heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; 

carboalkoxyalkyl; carboxyaryl; carboxyhetero^clyl; amino; alkylamino; 

carboxyalkylamino; alkoxyalkylamino; and acyH and , 

1112 ^ 
wherein R and R are independently selected from the group consisting of 

hydrogen; -CN; halogen; oxo; alkyl; alkenyl; alkynylWyl; heterocyclyl; arylalkyl; 

heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; carboalkoxyalkyl; cycloalkyl; 

cycloalkenyl; haloalkyl; hydroxyalkyl; cyanoalkyl; -OR^; ^R^R^^; "SR^; -S(0)R^; - 

S02R^; -S03R^; -C02R^; and -CONR^R^^; or 
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\ 



11 19 

I and R together with the carbon atom to which they are attached form a 
cyclic rinjg; and 

wherein R^*^, R^^, and R^^ are independently selected from the group 
consisting of Jmirogen; alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; alkynyl; aryl; 
heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; quaternary 
heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; alkylammoniumalkyl; 
aminoalkyl; aminocaroonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbpnylalkyl; and polyether; or 

wherein R*"^ andNR*"* together with the nitrogen atom to which they are 
attached form a mono- or polycyclic heterocyclyl that is optionally substituted with one 
or more radicals selected fronj the group consisting of oxo, carboxy, and quaternary 
salts; or 

wherein R^"* and R^ ^ together with the nitrogen atom to which they are 
attached form a cyclic ring; and 

wherein the R^^, R^"*, and R^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; 
quaternary heterocyclylalkyl; alkylarylalky^ alkylheterocyclylalkyl; 
alkylammoniumalkyl; aminoalkyl; aminocar^nylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether radicals optionally may be substituted 

with one or more radicals selected from the group consisting of halogen; -CN; sulfo; 

\ 

oxo; alkyl; haloalkyl; hydroxyalkyl; sulfoalkyl; all^nyl; alkynyl; aryl; heterocyclyl; 
quaternary heterocyclyl; quaternary heterocyclylalkyl; carboxy; carboxyalkyl; 

guanidinyl; -OR^^; -NR%^^; -N^R^R^^R^A"; -SR}^; -S(0)R^; -S02R^; -S03R^^; 

.C02R^^; -CONR^^^; -S02NR%1^; -PO(OR^ VR\^^; -P^R^^; -P^R^R^^R^ 

-S^R^R^^A-; and carbohydrate residue; and 
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wWerein the R^"', R^^, and R^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryh heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; 
quaternary hetWocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylammoniumklkyl; aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylamim^carbonylalkyl; and polyether radicals optionally may have one or 

more carbons replacW by-O-; -NR^-; -N"^R^R^ -S-; -SO-; -SO2-; -S'^rV-; -PR^ 

-P^R^R^^A'-; -P(oW-; phenylene; carbohydrate residue; amino acid residue; 
peptide residue; or polypeptide residue; and 

1 /r \l 7 

wherein R and R\ are independently selected from the group consisting of 
R and M; and 

wherein A is a pharmac^utically acceptable anion and M is a pharmaceutically 
acceptable cation. 

77. A compound of claim 7^\wherein R^ is 




II 



wherein 

kis 0, 1, 2, 3 or 4; and 

one or more R*' are independently selected from the group consisting of 

\ 

halogen; -CN; -N02; oxo; alkyl; polyalkyl; haloalkyl; nydroxyalkyl; cycloalkyl; 

\ 

alkenyl; alkynyl; aryl; heterocyclyl; quaternary heterocyclyl; arylalkyl; 
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Hfeterocyclylalkyl; polyether; -OR^^; -NR^^R^"^; -SR^^; -S(0)R^^; -S02R^^; -S03R 

^^;\nR^^0R^4. .nR^^rI'^R^^; -C02R^^; -OM; -S020M; -S02Nr1^R^^; - 

C(0)NR^^R^'^; -C(0)OM; -COR^^; -NR*^C(0)R*^; -NR*^C(0)NR^^R*^; - 
NR^^CO^*^ -OC(0)R^^ -OC(0)NR^^R^^ -NR^^SOR^"*; -NR^^S02R'^ - 

NR^^SONR^R'^ -NR'^S02NR^V^; -PR^^R^"^; -P(0)R^^R^'^; -P^R^^R^^R^ V; - 

P(OR^^)OR^\ -S^R^^R^ V; and -N'^R^^R^'^R^ V; and 

wherein me R^^alkyl, polyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynyl, aryl, heterocyclyl, quaternary heterocyclyl, arylalkyl, heterocyclylalkyl, and 
polyether radicals optionally may be further substituted with one or more radicals 
selected from the group^onsisting of -CN; halogen; hydroxy; oxo; alkyl; cycloalkyl; 
alkenyl; alkynyl; aryl; heterocyclyl; arylalkyl; heterocyclylalkyl; quaternary 

heterocyclyl; -OR^; -NR^R^SR^; -S(0)R^; -S02R^; -S03R^;- C02R^; -CONR^R^ 

; -nVr^R^A-; -P(0)r'^R^; -P^\^; -P Vr^rV; and -P(0)(Or'^)OR^; and 

wherein the R*^ alkyl, poly^yl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 

alkynyl, aryl, heterocyclyl, quatemaryv|ieterocyclyl, arylalkyl, heterocyclylalkyl, and 

7 

polyether radicals optionally may have one or more carbons replaced by -0-; -NR -; -N 
^r'^R^A--; -S-; -SO-; -S02-; -sVa"-; -Pr'^-; -P(0)r'^-; -P"^r\^A--; or phenylene; 



and 



7 8 

wherein R and R are independently selected from the group consisting of 



hydrogen; and alkyl; and 

wherein R^, R^^, and R^ are independently selected from the group consisting 
of hydrogen; alkyl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; 
alkylammoniumalkyl; arylalkyl; heterocyclylalkyl; carbowalkyl; alkoxyalkyl; 
carboalkoxyalkyl; carboxyaryl; carboxyheterocyclyl; amino,\alkylamino; 
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cM)oxyalkylamino; alkoxyalkylamino; and acyl; and 
\ 11 12 

\ wherein R and R are independently selected from the group consisting of 
hydrogeii; -CN; halogen; oxo; alkyl; alkenyl; alkynyl; aryl; heterocyclyl; arylalkyl; 
heterocyclWlkyl; carboxyalkyl; alkoxyalkyl; carboalkoxyalkyl; cycloalkyl; 

cycloalkenyl\aloalkyl; hydroxyalkyl; cyanoalkyl; -OR^; -NR%^^; -SR^; -S(0)R^; - 

S02R^; -S03rVc02R^; and -CONR^^^; or 

R^ ^ and R^together with the carbon atom to which they are attached form a 
cyclic ring; and 

wherein R^^, R^\ and R^^ are independently selected from the group 
consisting of hydrogen; alkjd; haloalkyl; cycloalkyl; polyalkyl; alkenyl; alkynyl; aryl; 
heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; quaternary 
heterocyclylalkyl; alkylarylalkyh alkylheterocyclylalkyl; alkylammoniumalkyl; 
aminoalkyl ; aminocarbonylalkyl ; alkylaminocarbonylalkyl ; 
carboxyalkylaminocarbonylalkyl; an^polyether; or 

wherein R^^ and R*"* togethei\^ith the nitrogen atom to which they are 
attached form a mono- or polycyclic hete^cyclyl that is optionally substituted with one 
or more radicals selected from the group consisting of oxo, carboxy, and quaternary 
salts; or 

wherein R^^ and R^ ^ together with the^itrogen atom to which they are 
attached form a cyclic ring; and 

wherein the R^^, R^^, and R^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quatemary heterocyclyl; arylalkyl; heterocyclylalkyl; 

quatemary heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 

\ 

alkylammoniumalkyl; aminoalkyl; aminocarbonylalkyl; all^laminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether radicals optionally may be substituted 



with one or more radicals selected from the group consisting d( halogen; -CN; sulfo; 
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oxo; alkyl; haloalkyl; hydroxyalkyl; sulfoalkyl; alkenyl; alkynyl; aryl; heterocyclyl; 
quatemarV heterocyclyl; quaternary heterocyclylalkyl; carboxy; carboxyalkyl; 

guanidinyl; -NR^^^; -N^R^^^^A"; -SR^^; -S(0)R^; -S02R^; -S03R^^; 
-C02R^^; -CON^%^^; -S02NR^R^^; -PO(OR^ Vr^'^; -P^R^^; -P^R^R^^R^^A-; 
-S^R^R^^A-; and cafbiohydrate residue; and 

/\ ^ wherein the R^ ^/W^, and R^ ^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 

alkynyl; aryl; heterocyclyl; qiWemary heterocyclyl; arylalkyl; heterocyclylalkyl; 
quaternary heterocyclylalkyl; all^((arylalkyl; alkylheterocyclylalkyl; 
alkylammoniumalkyl; aminoalkyl; ahdnocarbonylalkyl; alkylaminocarbonylalkyl; 
'"p carboxyalkylaminocarbonylalkyl; and poiyether radicals optionally may have one or 

more carbons replaced by -0-; -NR^-; -N^r\^ V-; -S-; -SO-; -SO2S -S^rV-; -PR^ 

-; -P^R^R^^A"-; -P(0)R^-; phenylene; carbohydr^t^residue; amino acid residue; 
peptide residue; or polypeptide residue; and 

1^17 

wherein R and R are independently selected from the group consisting of R 



a 



S..J. 



few 

i-A 



ni 

^ ^ and M; and 



wherein A is a pharmaceutically acceptable anion and M is aspharmaceutically 
acceptable cation. 



78. A compoxmd of claim 77 wherein R^ is: 
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IIA 



a 



fiij 



m 



wherein is as defined in Claim 77. 



79. A compound of claim 77 wherein R is: 




wherein R*^ is as defined in Claim 77. 



IIB 



80. A compound of claim 77 wherein: 
R^ is R^^ and 

R"* is selected firom the group consisting of hydrogen and alkyl. 

81 . A compound of claim 77 wherein: 

R^ is selected fi*om the group consisting of hydrogen and alkyl; and 
R' is R'. 
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82\a compound of claim 77 wherein: 
is V| and 

R"* is selefe;Jed from the group consisting of hydrogen; oxo; alkyl; cycloalkyl; 

aryl; heterocyclyl; acyl, thioacyl, and -OR^; 

wherein the R"* allcyl; cycloalkyl; aryl; heterocyclyl radical is substituted with 

one or more radicals indep^dently selected from the group consisting of halogen; -CN; 

-N02; oxo; alkyl; polyalkyl; naloalkyl; hydroxyalkyl; cycloalkyl; alkenyl; alkynyl; aryl; 

\ 1 
heterocyclyl; quaternary heterocyi^l; arylalkyl; heterGeyclylalk>'l; polyether; -OP^ ; - 

NR^^R^"^; -SR^^; -S(0)R^^; -S02R^^; -S03R^^; -NR^^OR^"^; -NR^^R^^R^^; - 

C02R^^; -OM; -S020M; -S02Nr1^V'^; -C(0)NR^^R^^; -C(0)0M; -COR^^; - 
NR^^C(0)R*^; -NR'^C(0)NR*^R*^ -NR^COaR •'*; -OC(0)R*^ -OC(0)NR^^R*'^; - 

NR^^SOR*^; -NR^^S02R^'^; -NR'^SONR'^r\; -NR^^S02NR^'^R^^; -PR^^R^^; -P(0)R 

^^R^^; -P^R^^R^'^R^ V; -PCOR^^pR^"^; -SyR^^R^ V; and -N^R^^R^'^R^^A"; 
and 

wherein the alkyl, polyalkyl, haloalkyl, hydr^yalkyl, cycloalkyl, alkenyl, 
alkynyl, aryl, heterocyclyl, quatemary heterocyclyl, arylalkyl, heterocyclylalkyl, and 
polyether substituents of the R"^ radical optionally may ftirther substituted with one 
or more radicals selected from the group consisting of -Cl^ halogen; hydroxy; oxo; 
alkyl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; arylallo^l; heterocyclylalkyl; 

quatemary heterocyclyl; -Or'^; -Nr\^; -Sr'^; -S(0)r'^; -SO^'^; -S03R^;- C02R^; - 

CONr'^R^; -N"^R^R^R^A-; -P(0)r\^; -PR^R^; -P'^r'^R^R^"; and -P(0)(Or'^)OR 

^; and 

wherein the alkyl, polyalkyl, haloalkyl, hydroxyalkyl, cycloalWl, alkenyl, 
alkynyl, aryl, heterocyclyl, quatemary heterocyclyl, arylalkyl, heterocyclylalkyl, and 
polyether substituents of the R"* radical optionally may have one or more carbons 
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^aced by -0-; -NR^-; -N"^r\^A -; -S-; -SO-; -S02-; -S Va -; -PR^-; -P(0)R^-; 
P^R'R^A*-; or phenylene; and 

wherein are independently selected from the group consisting of 

hydrogen; anoyalkyl; and 

wherein R^, R^^, and R^ are independently selected from the group consisting 
of hydrogen; alkyl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; 
alkylammoniximalkyl; ai;vlalkyl; heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; 
carboalkoxyalkyl; carboxya^l; carboxyheterocyclyl; amino; alkylamino; 
carboxyalkylamino; alkoxyal^ylamino; and acyl; and 

wherein R^ ^ and R^^ are independently selected from the group consisting of 
hydrogen; -CN; halogen; oxo; alkyl;^kenyl; alkynyl; aryl; heterocyclyl; arylalkyl; 
heterocyclylalkyl; carboxyalkyl; alkox\yalkyl; carboalkoxyalkyl; cycloalkyl; 



cycloalkenyl; haloalkyl; hydroxyalkyl; cyanoalkyl; -OR^; -NR^R^^; -SR^; -S(0)R^; - 
S02R^; -S03R^; -C02R^; and -CONR^^^or 

R^ ^ and R^^ together with the carbon atom to which they are attached form a 
cyclic ring; and \^ 

wherein R^^, R^^, and R^^ are independently selected from the group 
consisting of hydrogen; alkyl; haloalkyl; cycloalkyl; p\yalkyl; alkenyl; alkynyl; aryl; 
heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; quaternary 
heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; al^lammoniumalkyl; 
aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; \ 
carboxyalkylaminocarbonylalkyl; and polyether; or \ 

wherein R^^ and R*^ together with the nitrogen atom to which they are 
attached form a mono- or polycyclic heterocyclyl that is optionally substituted with one 



459 



o^nore radicals selected from the group consisting of oxo, carboxy, and quaternary 
saltscor 

\vherein R^"* and R^^ together with the nitrogen atom to which they are 
attached ronn a cyclic ring; and 

wherek the R^^, R^^, and R^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; 
quaternary heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylammoniumalkyl3minoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarboiwlalkyl; and polyether radicals optionally may be substituted 
with one or more radicals selected from the group consisting of halogen; -CN; sulfo; 
oxo; alkyl; haloalkyl; hydroxyalkyl; sulfoalkyl; alkenyl; alkynyl; aryl; heterocyclyl; 
quaternary heterocyclyl; quatemaiy heterocyclylalkyl; carboxy; carboxyalkyl; 

guanidinyl; -OR^^; -NR%^^; -N'^R^R^^R^A"; -SR^^; -S(0)R^; -S02R^; -S03R^^; 

-C02R^^; -CONR^R^^; -S02NR%^"K-P0(0R^^)0R^^; -P^R^^; -pVr^^R^^A-; 

-S^R^R^^A-; and carbohydrate residue; and^ 

wherein the R^*^, R^^, and R^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; 
quaternary heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylammoniumalkyl; aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether radicalkoptionally may have one or 

more carbons replaced by -0-; -NR^-; -N Vr^ V-; -S-;\sO-; -SO2-; -S Va^-; -PR^ 

-; -P^R^R^^A'-; -P(0)R^-; phenylene; carbohydrate residue; amino acid residue; 
peptide residue; or polypeptide residue; and 

1^17 \ 

wherein R and R are independently selected from the g(Oup consisting of R 

g 

and M; and 
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lerein A is a pharmaceutically acceptable cation and M is a pharmaceutically 
acceptable\ation. 

83. A compound of claim 77 wherein; 

is select^ from the group consisting of hydrogen; oxo; alkyl; cycloalkyl; 

aryl; heterocyclyl; acyL thioacyl, and -OR^; 

'5 

wherein the R'^ all^l; cycloalkyl; aryl; heterocyclyl radical is substituted with 
one or more radicals independently selected from tiie group consisting of halogen; -CN; 
-N02; oxo; alkyl; polyalkyl; haloalkyl; hydroxyalkyl; cycloalkyl; alkenyl; alkynyl; aryl; 

heterocyclyl; quatemary heterocyclyl; arylalkyl; heterocyclylalkyl; polyether; -OR^^; - 



eterocyqlyl; ar 
► 13. _crfc^^l3. 

,13^.14 



NR^^R^^; -SR^^; -S(0)R^^; -S02R^^; -S03R^^; -NR^^OR^"^; -NR^%R^^R^^; - 



C02R^^; -OM; -S020M; -S02Nr1^R^'^; -C(0)NR^^R^'^; -C(0)0M; -COR^^; - 
NR'^C(0)R*^ -NR'^C(0)NR^'^R*^ .NR'^C^sR*"^; -0C(0)R*^ -0C(0)NR'^R^^; - 

NR^^SOR*^ -NR^^S02R*^ -NR^^SONR^'^R'^v; -NR^^SOaNR^'^R^^ -PR^^R^^; -P(0)R 
13r14. .p^r13r14r15^-. .p(or13)or14. .s^^^R^ V; and -N^rI^r^rISa-; 
and 

wherein the alkyl, polyalkyl, haloalkyl, hydr(i^alkyl, cycloalkyl, alkenyl, 
alkynyl, aryl, heterocyclyl, quatemary heterocyclyl, arylalkyl, heterocyclylalkyl, and 

3 \ 

polyether substituents of the R radical optionally may be^^^further substituted with one 
or more radicals selected from the group consisting of -CN^ halogen; hydroxy; oxo; 
alkyl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; arylalkyl; heterocyclylalkyl; 



quaternary heterocyclyl; -OR^; -NR^R^; -SR^; -S(0)R^; -S02R^; -SOBR^;- C02R^; - 
CONR'^R^; -N^R Vr V; -P(0)r'^R^; -PR V; -P"^R Vr^Av; and -P(0)(OR'^)OR 



^; and 



wherein the alkyl, polyalkyl, haloalkyl, hydroxyalkyl, ^cloalkyl, 
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alkenyl, alkynyl, aryl, heterocyclyl, quaternary heterocyclyl, arylalkyl, 
hetVocyclylalkyl, and polyether substituents of the radical optionally may have one 

or moXcarbons replaced by -0-; -NR^-; -nVr^A'-; -S-; -SO-; -S02-; -S''^R^A"-; - 

PR^-; -P(Cp.^-; -P^R^R^A"-; orphenylene; and 

\ 7 8 

whereiii R and R are independently selected from the group consisting of 
hydrogen; and alKvl; and 

wherein R^, K^, and R^ are independently selected from the group consisting 
of hydrogen; alkyl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; 
alkylammoniumalkyl; arylalkyl; heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; 
carboalkoxyalkyl; carboxyaryl* carboxyheterocyclyl; amino; alkylamino; 
carboxyalkylamino; alkoxyalkylamino; and acyl; and 
11 12 \ 

wherein R and R are independently selected from the group consisting of 
hydrogen; -CN; halogen; oxo; alkyl; ^enyl; alkynyl; aryl; heterocyclyl; arylalkyl; 
heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; carboalkoxyalkyl; cycloalkyl; 

cycloalkenyl; haloalkyl; hydroxyalkyl; cyanoalkyl; -OR^; -NR%^^; -SR^; -S(0)R^; - 

S02R^; -S03R^; -C02R^; and -CONR^R^^; 6r 



■.\ 



1112 \ 
R and R together with the carbon atom^to which they are attached form a 

cyclic ring; and 

wherein R^'', R^"^, and R^^ are independently selected from the group 

\ 

consisting of hydrogen; alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; alkynyl; aryl; 
heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; quatemary 
heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; alkylammoniumalkyl; 
aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether; or 

wherein R^"^ and R^"^ together with the nitrogen atom t\ which they are 
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sittached form a mono- or polycyclic heterocyclyl that is optionally substituted with one 
ormore radicals selected from the group consisting of oxo, carboxy, and quaternary 
salts^or 

wherein R^^ and R^^ together with the nitrogen atom to which they are 
attached form a cyclic ring; and 

whereirkthe R^*^, R^^, and R^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; het^cyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; 
quaternary heterocyplylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylanmioniumalkyl-^^inoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether radicals optionally maybe substituted 
with one or more radicals selected from the group consisting of halogen; -CN; sulfo; 
oxo; alkyl; haloalkyl; hydroxyalkyl; sulfoalkyl; alkenyl; alkynyl; aryl; heterocyclyl; 
quaternary heterocyclyl; quaternary heterocyclylalkyl; carboxy; carboxyalkyl; 

guanidinyl; -OR^^; -NR%^^; -N^R^L^^^A"; -SR^^; -S(0)r9; -S02R^; -S03R^^; 

-C02R^^; -CONR%^^; -S02NR^R^^N^(0R^^)0R^^; -P^R^^; -P^R^R^^R^^A-; 

-S^R^R^^A-; and carbohydrate residue; andv 

\ 

wherein the R^"', R^^, and R^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quatemary heterocyclyl;^arylalkyl; heterocyclylalkyl; 
quaternary heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylammoniumalkyl; aminoalkyl; aminocarbonylalkyk alkylaminocarbonylalkyl; 



carboxyalkylaminocarbonylalkyl; and polyether radicals optionally may have one or 



more carbons replaced by -O-; -NR^s -N^R^R^ V-; -S-; -Sps -SO2-; -S"^rV-; -PR^ 



-; -P"^R^R^^A'-; -P(0)R^-; phenylene; carbohydrate residue; amino acid residue; 
peptide residue; or polypeptide residue; and 




463 



u 



• St 

CI a 



1 "xn 

wherein R and R are independently selected from the group consisting of R 

0 

and M\and 

wherein A is a pharmaceutically acceptable cation and M is a pharmaceutically 
acceptable catK)n; and 
R^ is R^^ 

84. A compound of claim 77 wherein: 

R*^ is independently selected from the group consisting of -OR ^"'j -NR^^^"*, 



NR^^C(0)R^^ -OC(0)NR^^R*^ and -NR^^S02R^^ and 



wherein R^^, R^^, an^R^^ are independently selected from the group 
ru consisting of alkyl, polyether, aryl, quatemary heterocycle, arylalkyl, heterocyclylalkyl, 

quaternary heterocyclylalkyl, alkylheterocyclylalkyl, and alkylammoniumalkyl, 

wherein alkyl optionally h^one or more carbons replaced by O or N^R^R^^A- 



, and 



Vt wherein R^ R^^, and R^ ^ are optionally substituted with one or more groups 

P selected from the group consisting of hydroxy, carboxy, alkyl, quatemary 

heterocyclylalkyl, -SR^, -S(0)R^, -S(0)2RV3(0)3R^, -NR^R^^, -N'^R^R^^R^^A", - 

CONR^R^^, and -PO(OR^^)OR^^, and \ 

wherein R^ and R^^ are independently selected from the group consisting of 

\ 

hydrogen, alkyl, heterocyclylalkyl, carboxyalkyl, carb^oalkoxyalkyl, and 
carboxyalkylheterocycle; and 
1112 

wherein R and R are independently alkyl; anc 

wherein A" is a pharmaceutically acceptable anion ^d M is a pharmaceutically 
acceptable cation. 
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S5\A compound of claim 77 wherein: 

R*^ isNpdependently selected from the group consisting of -OR^*^, -NR^'^R^^, 
NR^^C(0)R^^\lC(0)NR^^R^^ and -NR^^S02R^^ and 

wherein R^VnR^^, and R^^ are independently selected from the group 
consisting of polyetherj^ryl, quaternary heterocycle, arylalkyl, heterocyclylalkyl, 
quaternary heterocyclylalkyl, and alkylheterocyclylalkyl, 



, and 



wherein alkyi optionallVhas one or more carbons replaced by O or N^R^R^^A- 



wherein R^^, R^^, and R^^ ar\optionally substituted with one or more groups 



selected from the group consisting of hyai;pxy5 carboxy, alkyl, quaternary 

heterocyclylalkyl, -SR^, -S(0)R^, "S(0)2R^\s(0)3R^, -NR^R^^, -N'^R^R^^R^^A", - 

CONR^R^^, and -PO(OR^ ^R^'^, and 
9 10 

wherein R and R are independently selected from the group consisting of 
hydrogen, alkyl, heterocyclylalkyl, carboxyalkyl, carboaB^oxyalkyl, and 
carboxyalkylheterocycle; and 
11 12 

wherein R and R are independently alkyl; and 

wherein A' is a pharmaceutically acceptable anion and M i\a pharmaceutically 
acceptable cation. 



86. A compound of claim 84 wherein R^ is: 
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wherein R'^ is as defined in Claim 84, 

87. A compound of claim 84 wherein is: 



IIA 




IIB 



wherein R'^ is as defined in Claim 84. 



88. A compound of claim 84 wherein R'^ is selected fi-om the group consisting 



of: 





Cl- 
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N II N CO2H 




89. A compound of claim 84 wherein: 

j is 2; 

R''^ and R'^ are independently selected from hydrogen and alkyl; and 
R^^andR'^ are independently selected from hydrogen and alkyl. 



90. A compovind of claim 84 wherein: 
jis 2; 

R'^andR'^ are hydrogen; and 

R^^ and R^^ are independently selected from alkyl. 



91 . A compound of claim 84 wherein: 
jis 2; 

R^^and R*^ are hydrogen; and 
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are independently selected from ethyl, propyl and butyl. 

92. A compound of claim 84 wherein: 
j is 2; 

R"^ and R'^ are hydrogen; 

R and R are independently selected from ethyl, propyl and butyl; 
R^ is R^ and 

R"^ is selected from hydrogen and alkyl. 

93. A compound of claim 84 wherein: 
jis2; 

R*"^ and R^^ are hydrogen; 

R"'^ and R"° are independently selected from ethyl, propyl and butyl; 
R"^ is selected from from hydrogen and alkyl; and 
R^ is R\ 

94. A compound of claim 84 wherein j is 1 or 2. 

95. A compound of claim 84 wherein j is 2. 

96. A compound of claim 84 wherein R*"*" and R^^ are hydrogen. 

97. A compound of claim 84 wherein R^"^ and R^^ are independently selected 
from the group consisting of hydrogen and Ci^alkyl. 

98. A compound of claim 84 wherein R^"^ and R^^ are independently selected 
from the group consisting Ci-ealkyl- 
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99. A compound of claim 84 wherein R and R are the same alkyl. 

100. A compound of claim 84 wherein R"^"^ and R^^ are each n-butyl. 

1 01 . A compound of claim 84 wherein one of R^"^ and R^^ is ethyl and the other 
ofR^^ andR^^ is n-butyl. 

102. A compound of claim 84 wherein one or more R^ are independently selected 
from methoxy and dimethylamino. 

103. A compound of claim 84 wherein 
j is 1 or 2; 

R^^ and R*^ are hydrogen; 
R^^ and R"^ are n-butyl; and 

one or more R^ are independently selected from methoxy and dimethylamino. 

104. A compound of claim 84 wherein 
j is 1 or 2; 

R*^ and R*^ are hydrogen; 

one of R^^ and R^^ is ethyl and the other of R^^ and R^^ is n-butyl; and 

one or more R^ are independently selected from methoxy and dimethylamino. 

105. A compound of claim 88 wherein: 
jis 2; 

R'^ and R'^ are independently selected from hydrogen and alkyl; and 
R^^ and R^^ are independently selected from hydrogen and alkyl. 
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106. A compound of claim 88 wherein: 
jis2; 

R'^andR^^ are hydrogen; and 

R^^ and R^^ are independently selected from alkyl. 

107. A compound of claim 88 wherein: 
jis2; 

R'"^ and R**^ are hydrogen; and 

R^"^ and R^^ are independently selected from ethyl, propyl and butyl. 

108. A compound of claim 88 wherein: 
jis 2; 

R'^andR*^ are hydrogen; 

R^"^ and R^^ are independently selected from ethyl, propyl and butyl; 
R^ is R^; and 

R"^ is selected from hydrogen and alkyl. 

109. A compoimd of claim 88 wherein: 
j is 2; 

R*"^ and R*^ are hydrogen; 

R^^ and R^^ are independently selected from ethyl, propyl and butyl; 
R^ is selected from from hydrogen and alkyl; and 
R^ is R\ 

110. A compound of claim 88 wherein j is 1 or 2. 



472 



111. A compound of claim 88 wherein j is 2. 

1 12. A compound of claim 88 wherein R*"^ and R^^ are hydrogen. 

1 13. A compoimd of claim 88 wherein R^"^ and R^^ are independently selected 
from the group consisting of hydrogen and Ci-6alkyl. 

1 14. A compound of claim 88 wherein R^"^ and R^^ are independently selected 
from the group consisting Ci-6alkyl. 

1 15. A compound of claim 88 wherein R^^ and R^^ are the same alkyl. 

1 1 6. A compound of claim 88 wherein R^"*^ and R^^ are each n-butyl. 

1 17. A compoxind of claim 88 wherein one of R^"^ and R^^ is etfiyl and the other 
ofR^"^ andR^^ is n-butyl. 

1 1 8. A compound of claim 88 wherein one or more R^ are independently selected 
from methoxy and dimethylamino. 

1 19. ' A compound of claim 88 wherein 
j is 1 or 2; 

R^^andR*^ are hydrogen; 
R^"^ and R^^ are n-butyl; and 

one or more R^ are independently selected from methoxy and dimethylamino. 

120. A compound of claim 88 wherein 
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j is 1 or 2; 

R'^ and R'^ are hydrogen; 



one of R^'^ and R^" is ethyl and the other of R^ and R^** is n-butyl; and 
one or more R^ are independently selected from methoxy and dimethylamino. 



*2B 



2A 



>2B, 



121. X compound of Foraiula in 



V 



V 

(0 





R" 



1 2D 



III 



wherein 

.2C „_j r»2D 



R^^ and R^" are independently selected from Ci^ alkyl; and 
R^° is selected from the group consisting of halogen and R^^; 
R^' is selected from the group consisting of hydroxy, alkoxy, and R^'; and 
wherein R^^ is aryl substituted with one qr^more radicals independently selected 
from the group consisting of halogen; -CN; -N02,\^xo; alkyl; polyalkyl; haloalkyl; 
hydroxyalkyl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; quaternary heterocyclyl; 

arylalkyl; heterocyclylalkyl; polyether; -OR^^; -NR^^R^"^; -SR*^; -S(0)R^^; -S02R 

^^; -S03R^^; -NR^^OR^^; -NR^%R^%^^; -C02R^^;^^M; -S020M; -S02NR^^R 

-C(0)NR^^R^'^; -C(0)OM; -COR^^; -NR'^C(0)R"'; -NR'^C(0)NR"*R'^ - 
NR'^COaR'"; -0C(0)R'^ -0C(0)NR'^R''*; -NR'^SOR'^ -NRVSO2R"*; - 



,13„14 



,13„14\ „+„13„14„15, 



NR'^S0NR"*R'^ -NR'^S02NR"*R'^ -PR'-'R'"'; -P(0)R'-'R'"^;\P'R'-'R'''R'"A'; - 
P(OR^^)OR^^ -S"^R^^R^ V; and -N'^R 13r14j^15^-. 



474 



\ wherein the alkyi, polyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynw, aryl, heterocyclyl, quaternary heterocyclyl, arylalkyl, heterocyclylalkyl, and 
polyethet substituents of the R aryl optionally may be further substituted with one or 
more radicals selected from the group consisting of -CN; halogen; hydroxy; oxo; alkyl; 
cycloalkyl; al^enyl; alkynyl; aryl; heterocyclyl; arylalkyl; heterocyclylalkyl; quaternary 

heterocyclyl; -oV; -NR^R^; -Sr'^; -S(0)R^; -S02R'^; -S03R'^;- C02R^; -CONR^R^ 

; -N"^R^R^R^A-; -P(p)R'^R^; -Pr\^; -P"^r\^R^A"; and -P(0)(Or'^)OR^; and 

wherein the alKvl, polvalkvl, haloalkyl, hvdroxvalkvl. cvcloalkvl. alkenvL 
alkynyl, aryl, heterocyclyl, quatemary heterocyclyl, arylalkyl, heterocyclylalkyl, and 
polyether substituents of the. R^^ aryl optionally may have one or more carbons replaced 

by -0-; -NR^s -nVr^A's^S -SO-; -S02s -S^rV-; -PR^-; -P(0)R^s -P^R^R^ 
A'-; or phenylene; and 

wherein R and R^ are independently selected from the group consisting of 
hydrogen; and alkyl; and 

wherein R^, R^^, and R^ are independently selected from the group consisting 
of hydrogen; alkyl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; 
alkylammoniumalkyl; arylalkyl; heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; 
carboalkoxyalkyl; carboxyaryl; carboxyheterocyblyl; amino; alkylamino; 
carboxyalkylamino; alkoxyalkylamino; and acyl; and 

wherein R^ ^ and R^^ are independently selected from the group consisting of 

hydrogen; -CN; halogen; oxo; alkyl; alkenyl; alkynyl; aryl; heterocyclyl; arylalkyl; 

\ 

heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; carboalkoxyalkyl; cycloalkyl; 



cycloalkenyl; haloalkyl; hydroxyalkyl; cyanoalkyl; -OR^; -NR%^^; -SR^; -S(0)R^; 



S02R^; -S03R^; -C02R^; and -CONR%^^; or 
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11 12 

^ and R^^ together with the carbon atom to which they are attached form a 
cyclic rin^and 

wher^n R^*', R^^, and R^^ are independently selected from the group 
consisting of hydrogen; alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; alkynyl; aryl; 
heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; quaternary 
heterocyclylalkyl; al^ylarylalkyl; alkylheterocyclylalkyl; alkylammoniumalkyl; 
aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether; or 

wherein R^^ and R\J^ together with the nitrogen atom to which they are 
attached form a mono- or polycyclic heterocyclyl that is optionally substituted with one 
or more radicals selected from the group consisting of oxo, carboxy, and quaternary 
salts; or \ 

wherein R^^ and R^^ together with the nitrogen atom to which they are 
attached form a cyclic ring; and 

wherein the R^^, R^^, and R^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quatemary heterqcyclyl; arylalkyl; heterocyclylalkyl; 
quaternary heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylanmioniumalkyl; aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether radicals optionally may be substituted 
with one or more radicals selected from the group consisting of halogen; -CN; sulfo; 
oxo; alkyl; haloalkyl; hydroxyalkyl; sulfoalkyl; alkenyl; alkynyl; aryl; heterocyclyl; 
quatemary heterocyclyl; quatemary heterocyclylalkyl; carboxy; carboxyalkyl; 

guanidinyl; -OR^^; -NR^R^^; -N'^R^R^^R^A"; -SR^^^rS(0)R^; -S02R^; -S03R^^; 

-C02R^^; -CONR^l^; -S02NR%^^; -PO(OR^ Vr^'^X-P^R^^; -P"^R^R^^R^^A-; 

-S^R^R^^A-; and carbohydrate residue; and 
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Wherein the R^^, R^^, and R^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl;Wyl; heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; 
quaternary heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylammoniumalkyl; aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylapiinocarbonylalkyl; and polyether radicals optionally may have one or 

more carbons re'placed by -0-; -NR^-; -N'^R^R^ V-; -S-; -SO-; -SO2-; -S'^rV-; -PR^ 



.+T.9^10, 



e^ai 



-; -P ' R^R^'^A'-; -P(0)R^-; phenylene; carbohydrate residue; amino acid residue; 
peptide residue; or pc^iypeptide residue; and 

wherein R^^ an^ R^^ are independently selected from the group consisting of R 

Q 

and M; and 

wherein A' is a phafmaceutically acceptable anion and M is a pharmaceutically 
acceptable cation; and \ 

R^^ is unsubstituted phenyl or R^^; or 

a pharmaceutically acceptable salt, solvate, or prodrug thereof; 
provided that at least one ofV^, R^' and R^^ is R^^ 

122. A compound of Claim 12l\wherein R^^ is: 




.p . IV 

wherein 

p is 0, 1 , 2, 3 or 4; and 
one or more R^"* are independently selected from the group consisting of 
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mlogen; -CN; -N02; oxo; alkyl; polyalkyl; haloalkyl; hydroxyalkyl; cycloalkyl; 
alkmyl; alkynyl; aryl; heterocyclyl; quaternary heterocyclyl; arylalkyl; 

heterd€yclylalkyl; polyether; -OR^^; -NR^^R^"^; -SR^^; -S(0)R^^; -S02R^^; -S03R 

-NrJ^OR^^; -NR^^R^'^R^^; -C02R^^; -OM; -S020M; -S02NR^^R^'^; - 

C(0)NR^Vl^; .c(0)OM; -COR^^; -NR^^C(0)R^^ -NR'^C(0)NR*'^R^^ - 
NR'^C02r\-0C(0)R*^ -0C(0)NR^^R^^ -NR^^SOR*^ -NR^^SOaR^"*; - 

NR*^SONR'^r\^-NR^^S02NR^'^R'^; -PR^^R^^ -P(0)R^^R^'^; -P^R^^R^'^R^ V; - 

PCOR^^PR^"^; -sV^^R^^A"; and -N^R^^R^'^R^^A"; and 

wherein the R^alkyl, polyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynyl, aryl, heterocyclVl, quaternary heterocyclyl, arylalkyl, heterocyclylalkyl, and 
polyether radicals optionarl^may be fiirther substituted with one or more radicals 
selected from the group consisting of -CN; halogen; hydroxy; oxo; alkyl; cycloalkyl; 
alkenyl; alkynyl; aryl; heterocyclyl; arylalkyl; heterocyclylalkyl; quaternary 

heterocyclyl; -OR^; -Nr'^R^; -SITn: -S(0)R^; -S02R^; -S03R^;- C02R^; -CONR^R^ 

; -N^r'^R^R^A-; -P(0)r'^R^; -Pr'^R?; -P^r'^R^rV; and -P(0)(Or'^)OR^; and 

wherein the R^"* alkyl, polyalkyl^haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynyl, aryl, heterocyclyl, quatemary heteracyclyl, arylalkyl, heterocyclylalkyl, and 



^ 7 
polyether radicals optionally may have one or^more carbons replaced by -0-; -NR -; -N 



"^r\^A"-; -S-; -SOs -S02-; -sVa*-; -Pr'^-; V(0)R^-; -pVr^A"-; or phenylene; 



)r^more carbons replac 



and 



7 8 \ 

wherein R and R are independently selected from the group consisting of 



hydrogen; and alkyl; and ^^ 

wherein R^, R^^, and R^ are independently selected from the group consisting 
of hydrogen; alkyl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; 
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dicylaminoniumalkyl; arylalkyl; heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; 
carboalkoxyalkyl; carboxyaryl; carboxyheterocyclyl; amino; alkylamino; 
carboxyalkyl amino; alkoxyalkylamino; and acyl; and 
\ 11 12 

wherein R and R are independently selected from the group consisting of 
hydrogen; -CN; halogen; oxo; alkyl; alkenyl; alkynyl; aryl; heterocyclyl; arylalkyl; 
heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; carboalkoxyalkyl; cycloalkyl; 

cycloalkenyl; haWlkyl; hydroxyalkyl; cyanoalkyl; -OR^; -NR^R^^; -SR^; -S(0)R^; - 

S02R^; -S03R^; -G;Q2R^: and -CONR^R^^; or 
11 1 7 \ 

R and R together with the carbon atom to which they are attached form a 
cyclic ring; and 

wherein R^^, R^^, and R^^ are independently selected from the group 
consisting of hydrogen; alkyl*\haloalkyl; cycloalkyl; polyalkyl; alkenyl; alkynyl; aryl; 
heterocyclyl; quatemary heterocyclyl; arylalkyl; heterocyclylalkyl; quaternary 
heterocyclylalkyl; alkylarylalkyl; Mkylheterocyclylalkyl; alkylammoniumalkyl; 
aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; andV)olyether; or 

wherein R*^ and R*"* together with the nitrogen atom to which they are 
attached form a mono- or polycyclic heterocyclyl that is optionally substituted with one 
or more radicals selected from the group consisting of oxo, carboxy, and quatemary 



salts; or 

wherein R^^ and R^^ together with the mtrogen atom to which they are 



attached form a cyclic ring; and 

wherein the R^^, R^^, and R^^ alkyl; haloall^l; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quatemary heterocyclyl; arylalkyl; heterocyclylalkyl; 
quatemary heterocyclylalkyl; alkylarylalkyl; alkylheteroeyclylalkyl; 
alkylammoniumalkyl; aminoalkyl; aminocarbonylalkyl; 
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alkyiWinocarbonylalkyl; carboxyalkylaminocarbonylalkyl; and polyether radicals 
optionally may be substituted with one or more radicals selected from the group 
consistingsof halogen; -CN; sulfo; oxo; alkyl; haloalkyl; hydroxyalkyl; sulfoalkyl; 
alkenyl; alkynyl; aryl; heterocyclyl; quaternary heterocyclyl; quaternary 

heterocyclylall^; carboxy; carboxyalkyl; guanidinyl; -OR^^; -NR^R^^; -N'^R^R^^R^ 
A"; -SR^^; -S(0)R^ -S02R^; -S03R^^; -C02R^^; -CONR^^^; -S02NR%1^- 
PO(OR^^)OR^^; -P^^^; -P"^R^R^^R^U-; -S"^R^R^^A-; and carbohydrate residue; 



and 



wherein the R^^, R^\and R^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 



alkynyl; aryl; heterocyclyl; quatefepary heterocyclyl; arylalkyl; heterocyclylalkyl; 
quatemary heterocyclylalkyl; alkylaWlalkyl; alkylheterocyclylalkyl; 
alkylammoniumalkyl; aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polybrtier radicals optionally may have one or 

more carbons replaced by -O-; -NR^-; -N Vr^A'-; -S-; -SO-; -SO2-; -S^R^A"-; -PR^ 

-; -P^R^R^^A"-; -P(0)R^-; phenylene; carbohydrat^esidue; amino acid residue; 
peptide residue; or polypeptide residue; and 

16 17 \ 

wherein R and R are independently selected froqi the group consisting of R 
^ and M; and 

wherein A' is a pharmaceutically acceptable anion and M is\pharmaceutically 
acceptable cation. 



1 23 . A compound of claim 1 22 wherein R is: 
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,24 



IVA 



wherein R^"* is as defined in Claim 122. 



124. A compound of claim 122 wherein R is 




IVB 



wherein R^"* is as defined in Claim 122. 



125. A compb^md of claim 122 wherein: 

R^"^ is independent selected fi-om the group consisting of -OR^^, -NR^^R^^, - 



NR^^C(0)R^^-OC(0)NR 



and -NR^^S02R^^ and 



wherein R^*^, R^"*, and R^^'hre independently selected fi-om the group 
consisting of alkyl, polyether, aryl, quaternary heterocycle, arylalkyl, heterocyclylalkyl, 
quaternary heterocyclylalkyl, alkylheterocycMalkyl, and alkylammoniumalkyl. 
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wherein ^yl optionally has one or more carbons replaced by O or N'^R^R^^A- 



, and 



wherein R^^, R^ R^^ are optionally substituted with one or more groups 



selected from the group consisting of hydroxy, carboxy, alkyl, quaternary 

heterocyclylalkyl, -SR^, -S(0)R^, -'^)2R^, -S(0)3R^, -NR^R^^, -N^R^R^ ^R^^A", 

CONR%^^, and -PO(OR^^)OR^'^, and 
9 10 

wherein R and R are independently selected from the group consisting of 
hydrogen, alkyl, heterocyclylalkyl, carboxyalkyl, carbqalkoxyalkyl, and 
carboxyalkylheterocycle; and 
11 12 

wherein R and R are independently alkyl; and 

wherein A' is a pharmaceutically acceptable anion and M i^a pharmaceutically 
acceptable cation. 



126. A compound of claim 125 wherein R^^ is: 



.24 



IVA 



wherein R^"^ is as defined in Claim 125. 



127. A compound of claim 125 wherein R^^ is: 
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^"^ 129. A compound of claim 122 wherein: 

m 

Rl R^^ and R^^ are independently selected from ethyl and n-butyl; 

l7i R^^ is chloro; and 

:L- R^^ is selected from the group consisting of hydroxy and methoxy. 



]^ 1 30. A compound of claim 1 22 wherein: 

O R^^ and R^^ are n-butyl; 

R is chloro; and 

R^' is selected from the group consisting of hydroxy and methoxy. 

131. A compound of claim 1 22 wherein: 

one of R^*^ and R^^ is ethyl and the other of R^^ and R^^ is n-butyl; 
R is chloro; and 

R^^ is selected from the group consisting of hydroxy and methoxy. 

132. A compound of claim 122 wherein R^^ and R^"^ are the same alkyl. 
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1 33 . A compound of claim 1 22 wherein R and R are each n-butyl. 

1 34. A compound of claim 122 wherein one of R^^ and R"^^ is ethyl and the other 
ofR^^ and R^^ is n-butyl. 

135. A compound of claim 125 wherein: 

R^^ and R^^ are independently selected from ethyl and n-butyl; 
R^^ is chloro; and 

R"^* is selected from the group consisting of hydroxy and methoxy. 

136. A compound of claim 125 wherein: 
R^^ and R^^ are n-butyl; 

R^^ is chloro; and 

R is selected from the group consisting of hydroxy and methoxy. 

137. A compound of claim 125 wherein: 

one of R^*^ and R'^ is ethyl and the other of R^*^ and R^*^ is n-butyl; 
R^^ is chloro; and 

R is selected from the group consisting of hydroxy and methoxy. 

138. A compound of claim 125 wherein R^^ and R'^'^ are the same alkyl. 

139. A compound of claim 125 wherein R^^ and R^^ are each n-butyl. 

140. A compound of claim 125 wherein one of R^^ and R^*^ is ethyl and the other 
ofR^^ and R^^ is n-butyl. 
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141. A compound of Formula V: 



wherein: 

*2E J r>2F 




R^^ and R^' are independently fleeted from Ci.6 alkyl; and 
R^^ and R^^ are independently selected from the group consisting of hydrogen. 



alkoxy, and R ; 

wherein R^^ is aryl substituted with one or more radicals independently selected 
from the group consisting of halogen; -CN; -N02; oxo; alkyl; polyalkyl; haloalkyl; 



hydroxyalkyl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; quaternary heterocyclyl; 
arylalkyl; heterocyclylalkyl; polyether; -OR^^; -NrPr^"^; -SR^^; -S(0)R^^; -S02R 



^^; -S03R^^; -NrI^OrI"^; -NR^^R^'^R^^; -C02R¥; -OM; -S020M; -S02NR^3r 

-C(0)NR^^r1'^; -C(0)0M; -COR^^; -NR'^C(0)R*%NR*^C(0)]^ - 
NR^^COzR^"^; -OC(0)R*^ -0C(0)NR'^R*^ -NR^^SOR*"^; -NR^^SOaR'^ - 

NR^^SONR'^R'^ -NR'^S02NR*V^ -PR^^R^"^; -P(0)R^^r{^ -P'^R^^R^^^ V; - 

PCOR^^PR^"^; -S"^R^^R^ V; and -N^R^^R^^R^ V; and 

wherein the alkyl, polyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 



alkynyl, aryl, heterocyclyl, quaternary heterocyclyl, arylalkyl, hetero(^clylalkyl, and 
polyether substituents of the R^^ aryl optionally may be further substituted with one or 
more radicals selected from the group consisting of -CN; halogen; hydi^y; oxo; alkyl; 
cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; arylalkyl; heterocyclylalkyl; 
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qu^eraary heterocyclyl; -Or'^; -Nr'^R^; -Sr'^; -S(0)R^; -S02R^; -S03R^;- C02R^; 
CONF^R^; -N"^R^R^R^A-; -P(0)r'^R^; -Pr'^R^; -P'^r'^R^R V; and -P(0)(Or'^)OR 
^; and 

wherein the alkyl, polyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynyl, aryl, heterocyclyl, quaternary heterocyclyl, arylalkyl, heterocyclylalkyl, and 
polyether substituents of the R^^ aryl optionally may have one or more carbons replaced 

by-O-; -NR^-; -N^R^R^A -; -S-; -SO-; -S02-; -sVa'-; -PR^-; -P(0)R^s -P^R^R^ 
A'-; or phenylene; and 

wherein R^ and R\re independently selected from the group consisting of 
hydrogen; and alkyl; and 

wherein R^, R^^, and R^are independently selected from the group consisting 
of hydrogen; alkyl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; 
alkylammoniumalkyl; arylalkyl; het^ryocyclylalkyl; carboxyalkyl; alkoxyalkyl; 
carboalkoxyalkyl; carboxyaryl; carboxyheterocyclyl; amino; alkylamino; 
carboxyalkylamino; alkoxyalkylamino; andacyl; and 

wherein R^ ^ and R^^ are independently selected from the group consisting of 
hydrogen; -CN; halogen; oxo; alkyl; alkenyl; all^yl; aryl; heterocyclyl; arylalkyl; 
heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; carboalkoxyalkyl; cycloalkyl; 

cycloalkenyl; haloalkyl; hydroxyalkyl; cyanoalkyl; -OR^; -NR^R^^; -SR^; -S(0)R^; 

S02R^; -S03R^; -C02R^; and -CONR^R^^; or 

R^ ^ and R^^ together with the carbon atom to whiph they are attached form a 
cyclic ring; and 

wherein R^^, R^^, and R^^ are independently selected\from the group 
consisting of hydrogen; alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; alkynyl; aryl; 
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neterocyclyl; quaternary heterocyclyl; aiylalkyl; heterocyclylalkyl; quaternary 
heib'ocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; alkylammoniximalkyl; 
aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxwkylaminocarbonylalkyl; and polyether; or 

wnferein R^^ and R^"^ together with the nitrogen atom to which they are 
attached forni a mono- or polycyclic heterocyclyl that is optionally substituted with one 
or more radicals; selected from the group consisting of oxo, carboxy, and quaternary 
salts; or \ 

wherein R mid R^^ together with the nitrogen atom to which they are 
attached form a cyclic ring; and 

wherein the R^"^, R^^, and R^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; 
quaternary heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylammoniumalkyl; aminoalkyh aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether radicals optionally may be substituted 
with one or more radicals selected froi^ the group consisting of halogen; -CN; sulfo; 
oxo; alkyl; haloalkyl; hydroxyalkyl; sulfoalkyl; alkenyl; alkynyl; aryl; heterocyclyl; 
quatemary heterocyclyl; quaternary heterocyclylalkyl; carboxy; carboxyalkyl; 

guanidinyl; -OR^^; -NR^^^; -N"^R%^^R^nA"; -SR^^; -S(0)R^; -S02R^; -S03R^^; 

-C02R^^; -CONR^R^^; -S02NR%^^; -PO(aR^ Vr^'^; -P^R^^; -P"^R^R^^R^ ^A-; 

-S^R^R^^A-; and carbohydrate residue; and 

wherein the R^-', R^^, and R^^ alkyl; haloallcyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quatemary heterocyclyl; arylalkyl; heterocyclylalkyl; 
quatemary heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylammoniumalkyl; aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether radicals^^optionally may have one 

490 



^more carbons replaced by -0-; -NR^-; .N"^R^R^ -S-; -SO-; -SO2-; -S Va'-; - 

PR^-P^R^R^^A"-; -P(0)R^-; phenylene; carbohydrate residue; amino acid residue; 
peptidev^esidue; or polypeptide residue; and 

wherein are independently selected from the group consisting of 

R^ and M; 

wherein X" is a pharmaceutically acceptable anion and M is a pharmaceutically 
acceptable cation; and 

R^^ is unsubsHtuted phenyl or R"^**; or 
a pharmaceuticaHy acceptable salt, solvate, or prodrug thereof; 
provided that at le£^ one of R^^ R^^ and R^'^ is R^l 



142. A compound of Claim 141 wherein R is 




wherein 

r is 0, 1, 2, 3 or 4; and 

one or more R^^ are independently selected ^m the group consisting of 
halogen; -CN; -N02; 0x0; alkyl; polyalkyl; haloalkyl;\hydroxyalkyl; cycloalkyl; 
alkenyl; alkynyl; aryl; heterocyclyl; quaternary heterocyclyl; arylalkyl; 



heterocyclylalkyl; polyether; -OR^^; -NR^^R^"^; -SR^^; -S(0)R^^; -S02R^^; -SO3R 
-NR^^OR^"^; -NR^^NR^%^^; -C02R^^; -OM; -S020M; -S02NR^^r14; - 



C(0)NR^^R^'*; -C(0)OM; -COR^^; 



NR'^C(0)R"*; -NRXc(0)NR"*R'^ 
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L^^COjR*"^; -OC(0)R^^ -0C(0)NR'^R^'^; -NR^^SOR^^ -NR^^SOaR*^ - 

NRVsONR'^R^^ -NR^^SOaNR^V^; -PR^^R^^; -P(0)R^^R^'^; -P"^R^^R^%^ V; - 

PCOr'^OR^'*; -S"*"R^^R^ V; and -N"^R^^R^%^^A"; and 

wherein the R^^alkyl, polyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynyl, arjHv heterocyclyl, quaternary heterocyclyl, arylalkyl, heterocyclylalkyl, and 
polyether radi<s;als optionally may be further substituted with one or more radicals 
selected from the^group consisting of -CN; halogen; hydroxy; oxo; alkyl; cycloalkyl; 
alkenyl; alkynyl: aryl; heterocyclyl: arylalkyl; heterocyclylalkyl; quaternary 

heterocyclyl; -Or'^; -NR'^R^; -SR^^; -S(0)r'^; -S02R^; -S03R^;- C02R^; -CONR-^R^ 

; -N^R^R^R^A-; -P(0)R^R^; -Pr\^; -P^R^R^R^A"; and -P(0)(OR^)OR^; and 

wherein the R^^ alkyi polyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynyl, aryl, heterocyclyl, quatemary heterocyclyl, arylalkyl, heterocyclylalkyl, and 

polyether radicals optionally m^shave one or more carbons replaced by -0-; -NR^-; -N 

Vr^A s -Ss -SO-; -S02S -S"^rV-; -PR^-; -P(0)R^-; -P^r\^A -; or phenylene; 



and 



7 8 \ 
wherein R and R are independently selected from the group consisting of 



hydrogen; and alkyl; and 

wherein R^, R^^, and R^ are independently selected from the group consisting 
of hydrogen; alkyl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; 
alkylammoniumalkyl; arylalkyl; heterocyclylalkyl^arboxyalkyl; alkoxyalkyl; 
carboalkoxyalkyl; carboxyaryl; carboxyheterocyclyl;\amino; alkylamino; 
carboxyalkylamino; alkoxyalkylamino; and acyl; and 
1117 

wherein R and R are independently selectedNfrom the group consisting of 
hydrogen; -CN; halogen; oxo; alkyl; alkenyl; alkynyl; arylMieterocyclyl; arylalkyl; 
heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; carlijoalkoxyalkyl; cycloalkyl; 
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cj^oalkenyl; haloalkyl; hydroxyalkyl; cyanoalkyl; -OR^; -NR^R^^; -SR^; -S(0)R^; - 

SO2V; -S03R^; -C02R^; and -CONR^R^^; or 

\ 1 1 12 

and R together with the carbon atom to which they are attached form a 
cyclic ring*\and 

wherem R^"^, R^"^, and R^^ are independently selected from the group 
consisting of hydrogen; alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; alkynyl; aryl; 
heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; quaternary 
heterocyclylalkyl; alkMarylalkyl; alkylheterocyclylalkyl; alkylammoniumalkyl; 
aminoalkyl; aminocarboiwlalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbon^lkyl; and polyether; or 

wherein R*"^ and R^'^Xtogether with the nitrogen atom to which they are 
attached form a mono- or polycyclic heterocyclyl that is optionally substituted with one 
or more radicals selected from the j^oup consisting of oxo, carboxy, and quaternary 
salts; or 

wherein R^^ and R^^ together ^^th the nitrogen atom to which they are 
attached form a cyclic ring; and 

wherein the R^^, R^"^, and R^^ alkyl^^haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quatemary heterocyclyl; arylalkyl; heterocyclylalkyl; 
quatemary heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylammoniumalkyl; aminoalkyl; aminocarbonyla^yl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether radicals optionally may be substituted 
with one or more radicals selected from the group consisting of halogen; -CN; sulfo; 
0x0; alkyl; haloalkyl; hydroxyalkyl; sulfoalkyl; alkenyl; alkynyl; aryl; heterocyclyl; 
quatemary heterocyclyl; quatemary heterocyclylalkyl; carboy; carboxyalkyl; 

guanidinyl; -OR^^; -NR^R^^; -N"^R%^^R^A"; -SR^^; -S(0^^; -S02R^; -S03R^^; 
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-C02R^-CONR%^^; -S02NR%^^; -PO(OR^^)OR^^; -P^R^^; -P"^R^R^^R^U- 
-S^R^R^^AX^and carbohydrate residue; and 

wherein the R^^, R^^, and R^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocydyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; 
quaternary heterocyclylallM; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylammoniumalkyl; amino^yl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; a^id polyether radicals optionally may have one or 

w ^ -r 0 ifl o c 

more carbons replaced by -0-; -NR^-; -X, R R A'-; -S-; -SO-; -SO2-; -S ' R" A'-; -PR 

-; -P^R^R^^A'-; -P(0)R^-; phenylene; carbohydrate residue; amino acid residue; 
peptide residue; or polypeptide residue; and 

1 zr IT 

wherein R and R are independently select^^^ from the group consisting of 

Q 

R and M; and 

wherein A" is a pharmaceutically acceptable anion and M^is a pharmaceutically 
acceptable cation. 



143. A compound of claim 142 wherein R^^ is: 



,29 



VIA 



wherein R^^ is as defined in Claim 142. 
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144. A compound of claim 142 wherein R is: 




VIB 



wherein F?^ is as defined in Claim 142. 



145. A compound of claim 142 wherein: 

R^^ is independently selected from the group consisting of -OR^^, -NR^^R^^, - 
NR^^C(0)R^^ -OC(0)NR^^R'^ and -NR^^S02R^^ and 

wherein R^^, R^"*, and R^^ are independently selected firom the group 
consisting of alkyl, polyether, aryl, quatemary heterocycle, arylalkyl, heterocyclylalkyl, 
quaternary heterocyclylalkyl, alkylheterocyclylalkyl, and alkylammoniumalkyl. 



5 and 



wherein alkyl optionally has one or more carbons replaced by O or N^R^R^^A- 



wherein R^^, R^"*, and R^^ are optionally substituted with one or more groups 



selected from the group consisting of hydroxy, carboxy, alkyl, quatemary 

heterocyclylalkyl, -SR^, -S(0)R^, -S(0)2R^, -S(0)3R^, -NR^R^^, -N'^R^R^^R^^A", 

CONR^R^^, and -PO(OR^*^)OR^ and 

wherein R^ and R^^ are independently selected from the group consisting of 
hydrogen, alkyl, heterocyclylalkyl, carboxyalkyl, carboalkoxyalkyl, and 
carboxyalkylheterocycle; and 
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11 12 

wherein R and R are independently alkyl; and 

wherein A' is a pharmaceutically acceptable anion and M is a pharmaceutically 
acceptable cation. 



146. A compound of claim 145 wherein R^^ is: 



,29 



VIA 



wherein R is as defined in Claim 145, 



147. A compound of claim 145 wherein R^^ is: 




VIB 



70 

wherein R is as defined in Claim 145. 



148. A compoimd of c^^ 145 wherein R^^ is selected fi-om the group 
consisting of: 
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R and R are independently selected from hydrogen and methoxy. 

150. A compound of claim 142 wherein: 
R^^ and R^*" are n-butyl; and 

R^^ and R^^ are independently selected from hydrogen and methoxy. 

1 5 1 . A compound of claim 1 42 wherein: 

one of R^^ and R^^ is ethyl and the other of R^^ and R^^ is n-butyl; and 
R"^^ and R^^ are independently selected from hydrogen and methoxy. 

1 52. A compoxmd of claim 142 wherein R^^ and R^^ are the same alkyl. 

1 53. A compound of claim 142 wherein R^^ and R^^ are each n-butyl. 

1 54. A compound of claim 142 wherein one of R^^ and R^^ is ethyl and the 
and R is n-butyl. 

155. A compound of claim 145 wherein: 

R^^ and R^*" are independently selected from ethyl and n-butyl; and 
R'^^ and R"^^ are independently selected from hydrogen and methoxy. 

156. A compound of claim 145 wherein: 
R^^ and R^*" are n-butyl; and 

R^^ and R^^ are independently selected from hydrogen and methoxy. 

157. A compoxmd of claim 145 wherein: 

one of R^^ and R^^ is ethyl and the other of R^^ and R^^ is n-butyl; and 
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R and R are independently selected from hydrogen and methoxy. 



1 58. A compoimd of claim 145 wherein R and R are the same alkyl. 

159. A compound of claim 145 wherein R^^ and R^^ are each n-butyl. 

160. A compound of claim 145 wherein one of R^^ and R^*" is ethyl and the 
other of R^^ and R^^ is n-butyl. 

161 . A compound of claim 142 wherein: 

one of R^^ and R^*" is ethyl and the other of R^^ and R^^ is n-butyl; 
R^^ and R^*^ are hydrogen; and 



wherein r is 1 and R is as defined in claim 142. 
162. A compound of claim 142 wherein: 

one of R^^ and R^^ is ethyl and the other of R^^ and R^^ is n-butyl; and 
R^^ and R^^ are methoxy; and 




R^^ is: 
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VI 



90 

wherein r is 1 and R is as defined in claim 142. 



n 




p 
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163. A coinpound of Formula VII 




VII 



wherein: 
i is 0, 1 or 2; and 
1 is 0, 1, 2, 3 or 4; and 

R'^ and R**^ are independently selected from hydrogen and alkyl; and 



and R^" are independently^ selected from hydrogen, alkyl, alkenyl, alkynyl, 
cycloalkyl, cycloalkylalkyl, aryl and aralkyl; or 

2G 2H \ 

R and R together with the carbon atom to which they are attached form a 

C3.10 cycloalkyl group; and \^ 

one of E and F is NR^^ and the other of^E and F is CHR^*; 

\ 

wherein R^^ and R^* are independently selected from the group consisting of 

hydrogen; 0x0; alkyl; cycloalkyl; aryl; heterocyclyl'; acyl, thioacyl, -OR , and R ; 

wherein the R^*' and R^' alkyl; cycloalkyl; aiyl; heterocyclyl radicals are 
independently substituted with one or more radicals independently selected from the 
group consisting of halogen; -CN; -N02; 0x0; alkyl; polyalkyl; haloalkyl; 
hydroxyalkyl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; quatemary heterocyclyl; 

arylalkyl; heterocyclylalkyl; polyether; -OR^^; -NR^^R^'^;-SR^^; -S(0)R^^; -S02R 

*^; -S03R^^; -hfR^^OR^"^; -NR^^NR^%^^; -C02R^^; -01^; -S020M; -S02NR^^R 

-C(0)liR^VS -C(0)OM; -COR^^; -NR'^C(0)R"*; -NR'^^(0)NR"*R'^ - 
NR*^C02R'*; -0C(0)R'^ -OC(0)NR''r"*; -NR'^SOR"*; -NR'^SOiR"*; - 



13r14.\,V3j,14^15^-. 
PCOR^^PR^"^; Vr^^R^ V; and -N'^R^^R^'^R^ V; and 



NR''S0NR"*R'^ -NR'^SOzNR'^R'^; -PR^^R^"^; -P(0)R 
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wherein the alkyl, polyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynyK aryl, heterocyclyl, quaternary heterocyclyl, arylalkyl, heterocyclylalkyl, and 
polyethersubstituents of the R^^ and R^' radicals optionally may be further substituted 
with one or rnore radicals selected from the group consisting of -CN; halogen; 
hydroxy; oxo;^kyl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; arylalkyl; 

heterocyclylalkyl;\auatemary heterocyclyl; -OR^; -NR^R^; -SR^; -S(0)R^; -S02R^; - 

S03R^;- C02R^; -CC^NR^R^; -N^R^R^rV; .P(0)r\^; -PR^R^; -P^R^R^rV; 

and -P(0)(OR^)OR^; arid 

wherein the alkyl, p^lyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynyl, aryl, heterocyclyl, qi^temary heterocyclyl, arylalkyl, heterocyclylalkyl, and 
polyether substituents of the R-^ and R- ^ radicals optionaiiy may have one or more 

carbons replaced by -O-; -NR^-; -N^R^R V-; -S-; -SO-; -S02-; -S Va"-; -Pr'^-; - 

P(0)R^-; -pVr^A--; orphenylene; and 

7 J? \ 
wherein R and R are independently selected from the group consisting of 

hydrogen; and alkyl; and 

wherein R^, R^^, andRW are independently selected from the group consisting 
of hydrogen; alkyl; cycloalkyl; alkenyl; alkyny^; aryl; heterocyclyl; 
alkylammoniumalkyl; arylalkyl; heterocyclylalk\yl; carboxyalkyl; alkoxyalkyl; 
carboalkoxyalkyl; carboxyaryl; carboxyheterocyclyl; amino; alkylamino; 
carboxyalkylamino; alkoxyalkylamino; and acyl; and 

wherein R^ ^ and R^^ are independently selected from the group consisting of 
hydrogen; -CN; halogen; oxo; alkyl; alkenyl; alkynyl; aiyl; heterocyclyl; arylalkyl; 
heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; carboalkoxyalkyl; cycloalkyl; 

cycloalkenyl; haloalkyl; hydroxyalkyl; cyanoalkyl; -OR^; -NR^R^^; -SR^; -S(0)R^; 
S02R^; -S03R^; -C02R^; and -CONR^R^^; or 

R^ ^ and R^^ together with the carbon atom to which theyWe attached form a 
cyclic ring; and ^ 
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\ wherein R^"^, R^^, and R^^ are independently selected from the group 
consisting of hydrogen; alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; alkynyl; aryl; 
heterocycM; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; quaternary 
heterocyclyi^lkyl; alkylarylalkyl; alkylheterocyclylalkyl; alkylammoniumalkyl; 
aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether; or 

wherein R I and R^"* together with the nitrogen atom to which they are 
attached form a monov or polycyclic heterocyclyl that is optionally substituted with one 
or more radicals selected from the group consisting of oxo, carboxy, and quaternary 
salts; or \ 



wherein R^^ and R^\together with the nitrogen atom to which they are 

\ 

attached form a cyclic ring; md\^ 

wherein the R^^, R^^, and\R^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quatemai;^ heterocyclyl; arylalkyl; heterocyclylalkyl; 
quatemary heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylammoniumalkyl; aminoalkyl; amiri(^arbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether radicals optionally may be substituted 
with one or more radicals selected from the group consisting of halogen; -CN; sulfo; 
oxo; alkyl; haloalkyl; hydroxyalkyl; sulfoalkyH alkenyl; alkynyl; aryl; heterocyclyl; 
quatemary heterocyclyl; quatemary heterocyclyldkyl; carboxy; carboxyalkyl; 

guanidinyl; -OR^^; -NR%^^; -N^^R^^^R^A"; -SR^^; -S(0)R^; -S02R^; -S03R^^; 

-C02R^^; -CONR^R^^; -S02NR%^^; -PO(OR^^)0R^^; -P^R^^; -P^R^R^^R^^A-; 

-S^R^R^^A-; and carbohydrate residue; and ^ 

wherein the R^"^, R^^, and R^^ alkyl; haloalkyl; cj^loalkyl; polyalkyl; alkenyl; 

alkynyl; aryl; heterocyclyl; quatemary heterocyclyl; arylalkj^l; heterocyclylalkyl; 

\ 

quatemary heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylammoniumalkyl; aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether radicals optionalW may have one or 

more carbons replaced by -O-; -NR^s -N"^R^R^ V-; -S-; -SO-; -SGb-; -S"^rV-; -PR 
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^ -P^R^R^^A"-; -P(0)R^-; phenylene; carbohydrate residue; amino acid residue; 
pepl^de residue; or polypeptide residue; and 

\ 1 ^ 17 

wherein R and R are independently selected from the group consisting of 
R^ and Ml and 

wherein A is a pharmaceutically acceptable cation and M is a pharmaceutically 
acceptable catictfi; and 

R"^^ is selected from the group consisting of cycloalkyl, aryl and heterocyclyl, 
wherein said cycloaikyl, aryl and heterocyclyl are substituted with -N(H)-X-R or -O- 
X-R" and wherein: \ 

X is selected fronv the group consisting of: 
-(C=0)s-a[^l-; 
-(C=0)s-alkyl-WH.; 
-(C=0)s-alkyl-Os\ 
-(C=O)s-alkyl-(C=0)t; and 
a covalent bond; \ 
R33 is selected from selected frona the group consisting of monosaccharides, 
disaccharides, and polysaccharides, wherein said monosaccharides, disaccharides, and 
polysaccharides may be protected with one 01; more sugar protecting groups; 
s and t are independently 0 or 1 ; and \ 

one or more R^"^ radicals are independently^lected from the group consisting 
of R*'^, hydrogen; halogen; -CN; -N02; alkyl; cycloaikyl; polyalkyl; haloalkyl; 
hydroxyalkyl; alkenyl; alkynyl; aryl; heterocyclyl; quatmiary heterocyclyl; arylalkyl; 

heterocyclylalkyl; polyether; acyloxy; -OR^^; -NR^^R^^^^^SR^^; -S(0)R^2; -S(0)2R 
^^; .S03R^^; -S'^R^^R^ V; -NR^^OR^"^; -NR^^R^'^R^^; -C02R^^; -OM; -S02 

OM; -S02NR^^R^'^; -NR*'^C(0)R'^; -C(0)NR^^R^'^; -C(0)0M; -COR^^; -OR^^; - 

\ 

S(0)nNR^%l'^; -NR^^^^; -NR^^OrI"^; -N"^R^3r14r15a-; ^^1%^"^; -P(0)R^3 

R^^; -P"'"R^''r^^R^^A'; amino acid residue; peptide residue; polypeptide residue; and 
carbohydrate residue; \ 
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Wherein the R^"* alkyl; cycloalkyl; polyalkyl; haloalkyl; hydroxyalkyl; alkenyl; 
alkynyl; as^l; heterocyclyl; arylalkyl; heterocyclylalkyl; polyether; acyloxy radicals 
optionally nmy be further substituted with one or more radicals selected from the group 

consisting of Mogen; -CN; oxo; -OR^^; -NR%^°; -N^R^R^^R^A"; -SR^^; -S(0)R^ 

; -S02R^; -S03Rn!^; -C02R^^; -C0NR%^^; -S02NR^r1^; -P0(0R^^)0R*^; -P^^^ 

; -P"^R%' ^R^^A"; Y R^R^ V; and carbohydrate residue; and 

wherein the R^'^N^uatemary heterocyclyl radical optionally may be substituted 
with one or more radicalsvselected from the group consisting of halogen; -CN; -N02; 
oxo; alkyl; cycloalkyl; polyalkyl; haloalkyl; hydroxyalkyl; alkenyl; alkynyl; aryl; 

heterocyclyl; arylalkyl; heterocyclylalkyl; polyether; -OR^^; -NR^^R^^; -SR^^; - 

S(0)R^^; -S02r'^; -S03R'^; -T^^^^^Or'^"^; -NR^^NR^%^^; -C02R^^; OM; -802 

OM; -S02NR^3r14; -C(0)NR^^R^^-C(0)0M; -COR^^; -P(0)R^^R^'^; -P^^R^"^; - 
p+j^l3j^l4j^l5^-. .p(or13)or14. .s^nr13r14^-. .n"^r13r14r15^-. 

carbohydrate residue; and 

wherein the r34 radicals comprising carbon optionally may have one or more 

carbons replaced by -0-; -NR^^-; -N^R^^R^^X^-S-; -SO-; -S02s -S'^R^^A"-; -PR 

^^-; -P(0)R^^-; -PR^'^R^^; -P^R^^R^^A'-; phenylene; amino acid residue; peptide 
residue; polypeptide residue; carbohydrate residue; pcilyether; or polyalkyl; wherein 
said phenylene; amino acid residue; peptide residue; pollypeptide residue; carbohydrate 



V 9 
residue; and polyalkyl optionally may have one or more carbons replaced by -0-; -NR 

-; -N"^R^R^^A"-; -S-; -SO-; -S02-; -S'^rV-; -PR^-; -P'^R^rJ V-; or -P(0)R^-; and 

10 \ 
wherein R is selected from the group consisting of alkyl^alkenyl; alkynyl; 

aryl; heterocyclyl; quatemary heterocyclyl; arylalkyl; heterocyclylalkyl; acyl; 

alkoxycarbonyl; arylalkoxycarbonyl; and heterocyclylalkoxycarbonyl; and 

18 \ 

wherein the R alkyl; alkenyl; alkynyl; aryl; heterocyclyl; quatemary 
heterocyclyl; arylalkyl; heterocyclylalkyl; acyl; alkoxycarbonyl; arylalkox^arbonyl; 
and heterocyclylalkoxycarbonyl radicals optionally may be substituted with one or 



507 



more radicals selecwd from the group consisting of halogen; -CN ; NO2; 0x0; -OR^; - 

NR^R^^; -N'*'R^R^^r\a"; -SR^; -S(0)R^; -S02R^; -S03R^; -C02R^; -CONR^R 

-S020M; -S02NR^R^\-PR^R^^; -PCOR^^pR^"*; -PO(OR^^)OR^^; and - 
C(0)OM; or 

a pharmaceutically accepta&le salt, solvate, or prodrug thereof; 
provided that at least one of r\r^' and R^" is R^l 

164. A compound of Claim 163 wherein R^^ is phenyl substituted with -N(H)- 
X-R" or -0-X-R" wherein: 

X is selected from the group consisting of: 
-(C=0)s-alkyl-; 
-(C=0)s-alkyl-NH-; 
p -(C=0)s-alkyl-0-; 
-5 -(C=0)s-alkyl-(C=0)t; and 

!^ a covalent bond; 

y R33 is selected from selected from the group consisting of monosaccharides, 

f=i disaccharides, and polysaccharides; and 

s and t are independently 0 or 1. 



M 



■m 
m 

n 



165. A compound of Claim 164 wherein R^^ is phenyl substituted at the para- 
position with -N(H)-X-R" or -O-X-R^^ wherein: 
X is selected from the group consisting of: 

-(C=0)s-alkyl-; 

-(C=0)s-alkyl-NH-; 

-(C=0)s-alkyl-0-; 

-(C=0)s-alkyl-(C=0)t; and 

a covalent bond; and 
R33 is selected from selected from the group consisting of monosaccharides, 
disaccharides, and polysaccharides; and 
s and t are independently 0 or 1 . 
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166. A compound of Claim 164 wherein R is phenyl substituted at the meta- 
position with -N(H)-X-R" or -0-X-R" wherein: 
X is selected from the group consisting of: 



a covalent bond; and 
R33 is selected from selected from the group consisting of monosaccharides, 
disaccharides, and polysaccharides; and 
s and t are independently 0 or 1 ; 

167. A compound of claim 164 wherein: 



169. A compound of claim 164 wherein R is phenyl substituted with a radical 
selected from the group consisting of: 



-(O 
-(C 
-(O 
-(O 



0)s-alkyl-; 
0)s-alkyl-NH-; 
0)s-alkyl-0-; 
0)s-alkyl-(C=0)t; and 



R^° is R^^= and 

R is selected from the group consisting of hydrogen and alkyl. 
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# 
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y 

Si 

o 



La. 




170. A compound of claim 164 wherein: 
i is 2; 

R^^and R*^ are independently selected from hydrogen and alkyl; and 
R^*^ and R^" are independently selected from hydrogen and alkyl. 



171. A compound of claim 1 64 wherein: 
i is 2; 

R*^ and R*^ are hydrogen; and 

R^*^ and R^" are independently selected from alkyl. 



172. A compoimd of claim 164 wherein: 
iis2; 

R*^ and R*^ are hydrogen; and 

R^^ and R^" are independently selected from ethyl, propyl and butyl. 
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1 73. A cx)mpound of claim 164 wherein i is 1 or 2. 

1 74. A compound of claim 1 64 wherein i is 2. 

1 75. A compoxind of claim 164 wherein R*^ and R^^ are hydrogen. 

176. A compound of claim 164 wherein R^^ and R^" are independently selected 
from the group consisting of hydrogen and Ci^alkyl. 

177. A compound of claim 164 wherein R^^ and R^" are independently selected 
from the group consisting Ci_6alicyl. 

178. A compound of claim 164 wherein R^*^ and R^'^ are the same alkyl. 

1 79. A compound of claim 1 64 wherein R and R are each n-butyl. 

1 80. A compound of claim 164 wherein one of R^*^ and R^^ is ethyl and the other 
ofR^^ andR^" is n-butyl. 

1 8 1 . A compound of claim 1 64 wherein one or more are independently 
selected from methoxy and dimethylamino. 

1 82. A compound of claim 164 wherein 
i is 1 or 2; 

R'^ and R'^ are hydrogen; 
R^*^ and R^" are n-butyl; and 

one or more are independently selected from methoxy and dimethylamino. 

1 83 . A compound of claim 1 64 wherein 
i is 1 or 2; 
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R*^ and R'^ are hydrogen; 

one of R^^ and R^" is ethyl and the other of R^^ and R^" is n-butyl; and 

one or more R^"^ are independently selected from methoxy and dimethylamino. 



184. A\pmpound of claim 163 corresponding to Formula VIIA: 



V 




VIIA 



wherein: 
i is 0, 1 or 2; and 
1 is 0, 1, 2, 3 or 4; and 

R*^ and R^^ are independently selected fronSUiydrogen and alkyl; and 
R^^ and R^" are independently selected from hyxirogen, alkyl, alkenyl, alkynyl, 
cycloalkyl, cycloalkylalkyl, aryl and aralkyl; or \ 

R^*^ and R^" together with the carbon atom to which they are attached form a 
C3-7 cycloalkyl group; and \^ 

R-'^ and R"'^ are independently selected from the group consisting of hydrogen; 

0 \ 32 

0x0; alkyl; cycloalkyl; aryl; heterocyclyl; acyl, thioacyl, -OR , am R ; 

wherein the R^^ and R"'^ alkyl; cycloalkyl; aryl; heterocyclyl^adicals are 
independently substituted with one or more radicals independently sekcted from the 
group consisting of halogen; -CN; -N02; 0x0; alkyl; polyalkyl; haloalkyl; 
hydroxyalkyl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; quaternary heterocyclyl; 

arylalkyl; heterocyclylalkyl; polyether; -OR^^; -NR^^R^"^; -SR^^; -S(0)V^; -S02R 

^^; -S03R^^; -NR^^OR^"^; -NR^^NR^^^R^^; -C02R^^; -OM; -S020M; -S©2NR^^R 

-C(0)NR^^R^'^; -C(0)OM; -COR^^: -NR'^C(0)R"*; -NR'^C(0)NR"*R'^ 
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l'^C02R"*; -0C(0)R'^ -0C(0)NR'^R"*; -NR'^SOR''*; -NR'^SOzR'"; - 

NR'^^ONR'^R'^ -NR*^S02NR'V^ -PR^^R^"^; -P(0)R^^R^'^; -P'^R^^R^'^R^^A"; - 

PCOR'XPR^"^; -S'*'R^^R^ V; and -N'^R^^R^'^R^ V; and 

lerein the alkyl, polyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynyl, aryl, heterocyclyl, quaternary heterocyclyl, arylalkyl, heterocyclylalkyl, and 
poiyether suostituents of the R^° and R^* radicals optionally may be further substituted 
with one or more radicals selected from the group consisting of -CN; halogen; 
hydroxy; oxo; alkyl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; arylalkyl; 

heterocyclylalkyl; qiiatemary heterocyclyl; -OR^; -NR^R^; -SR '^; -S(0)R^; -S02R^; - 

S03R^;- C02R^; -CONr\^; -N"^R^R^R^A-; -P(0)R^R^; -PR^R^; -P^R^R^rV"; 



; and\ 



and -P(0)(Or'')OR^ 

wherein the alkyl, poiyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynyl, aryl, heterocyclyl, quaternary heterocyclyl, arylalkyl, heterocyclylalkyl, and 
poiyether substituents of the R^^and R^^ radicals optionally may have one or more 

carbons replaced by -0-; -Nr'^-; -N\"r\^A'-; -S-; -SO-; -S02-; -S Va"-; -Pr'^-; - 

P(0)R^-; -P^r'^R^A'-; or phenylene;\nd 

7 8 \ 
wherein R and R are independaitly selected from the group consisting of 

hydrogen; and alkyl; and 

wherein R^, R^^, and RW are independently selected from the group consisting 
of hydrogen; alkyl; cycloalkyl; alkenyl; alkynyb; aryl; heterocyclyl; 
alkylammoniumalkyl; arylalkyl; heterocyclylalkyl^ carboxyalkyl; alkoxyalkyl; 
carboalkoxyalkyl; carboxyaryl; carboxyheterocyclyl^ amino; alkylamino; 
carboxyalkylamino; alkoxyalkylamino; and acyl; and^ 

wherein R^ ^ and R^^ are independently selected from the group consisting of 

hydrogen; -CN; halogen; oxo; alkyl; alkenyl; alkynyl; aryl; heterocyclyl; arylalkyl; 

\ 

heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; carboalkoxyalkyl; cycloalkyl; 
cycloalkenyl; haloalkyl; hydroxyalkyl; cyanoalkyl; -OR^; -N^^R^^; -SR^; -S(0)R^; 
S02R^; -S03R^; -C02R^; and -CONR^R^^; or 
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1 2 

R \ and R together with the carbon atom to which they are attached form a 
cyclic ring; apd 

whereik R^^, R^"*, and R^^ are independently selected from the group 
consisting of hyorogen; alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; alkynyl; aryl; 
heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; quaternary 
heterocyclylalkyl; alWlarylalkyl; alkylheterocyclylalkyl; alkylammoniumalkyl; 
aminoalkyl; aminocaroonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarboiiylalkyl; and polyether; or 

wherein R*^ and Rs^ together with the nitrogen atom to which they are 
attached form a mono- or polVcyclic heterocyclyl that is optionally substituted with one 
or more radicals selected from t^e group consisting of oxo, carboxy, and quaternary 
salts; or 

wherein R^^ and R^^ togetfi^r with the nitrogen atom to which they are 
attached form a cyclic ring; and 

wherein the R^^, R^"^, and R^^ ^kyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quaternary hetWocyclyl; arylalkyl; heterocyclylalkyl; 
quatemary heterocyclylalkyl; alkylarylalkyl\ alkylheterocyclylalkyl; 
alkylammoniumalkyl; aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyetheivradicals optionally may be substituted 
with one or more radicals selected from the group^onsisting of halogen; -CN; sulfo; 
oxo; alkyl; haloalkyl; hydroxyalkyl; sulfoalkyl; alkenyl; alkynyl; aryl; heterocyclyl; 
quatemary heterocyclyl; quaternary heterocyclylalkyl; carboxy; carboxyalkyl; 

guanidinyl; -OR^^; -NR^R^^; -N'^R^^^R^A"; -SR^'^; -S(0)R^; -S02R^; -S03R^*^; 



-C02R^^; -CONR^R^^; -S02NR^R^^; -PO(OR^^)OrY; -P^R^^; -P^R^R^^R^^A-; 
-S^R^R^^A-; and carbohydrate residue; and 

wherein the r", r", ^15 .^^.Uy.; polyalkyl; alkenyl; 

alkynyl; aryl; heterocyclyl; quatemary heterocyclyl; arylalkyl; heterocyclylalkyl; 

\ 

quatemary heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylammoniumalkyl; aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
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carboxyalkylaminocarbonylalkyl; and polyether radicals optionally may have one or 

more\carbons replaced by -O-; -NR^S -N"^R^R^ V-; -S-; -SO-; -SO2-; -S Va -; -PR 

9 +^9 10 9 
-; -P R R A'-; -P(0)R -; phenylene; carbohydrate residue; amino acid residue; 

peptide re^due; or polypeptide residue; and 

\ 1 ^ 17 

wherWn R and R are independently selected from the group consisting of 
R^ and M; ana\ 

wherein X is a pharmaceutically acceptable cation and M is a pharmaceutically 
acceptable cation; and 

R^^ is selected\from the group consisting of cycloalkyl, aryl and heterocyclyl, 
wherein said cycloalkyK, aryl and heterocyclyl are substituted with -N(H)-X-R^'^ or -O- 
X'Py?^ and wherein: 

X is selected from the group consisting of: 
-(C-0)s-alkyl^^^ 
-(C=0)s-alkyl-NH-; 
-(C-O)s-alkyl-O-;^ 
-(C-0)s-alkyl-(C=0^t; and 
a covalent bond; and 
R33 is selected from selected frdm the group consisting of monosaccharides, 
disaccharides, and polysaccharides, wherein said monosaccharides, disaccharides, and 
polysaccharides may be protected with oneyor more sugar protecting groups; and 
s and t are independently 0 or 1 ; and^ 
one or more R radicals are independeiitly selected from the group consisting 
of R^^, hydrogen; halogen; -CN; -N02; alkyl; cycloalkyl; polyalkyl; haloalkyl; 
hydroxyalkyl; alkenyl; alkynyl; aryl; heterocyclyl ;\^atemary heterocyclyl; arylalkyl; 

heterocyclylalkyl; polyether; acyloxy; -OR^^; -NrW"^; -SR^^; -S(0)R^^; -S(0)2R 

^^; -S03R^^; -S'^R^^R^ V; -NR^^OR^"^; -NR^%RvPtR^^; -C02R^^; -OM; -S02 

OM; -S02NR^^r1'^; -NR"*C(0)R'^ -C(0)Nr1^R^^; -™)0M; -COR^^; -OR^^; - 

S(0)nNR^^R^'^; -NR^%^^; -NR^^OR^"*; -N'^'R^^R^'^R^.-; -PR^^R^"^; -P(0)R^^ 
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Ry; -P^R^^R^^R^^A"; amino acid residue; peptide residue; polypeptide residue; and 
caroohydrate residue; 

\ wherein the R^'^alkyl; cycloalkyl; polyalkyl; haloalkyl; hydroxyalkyl; alkenyl; 
alkynyl^aryl; heterocyclyl; arylalkyl; heterocyclylalkyl; polyether; acyloxy radicals 
optionallyViay be further substituted with one or more radicals selected from the group 

consisting ofhalogen; -CN; oxo; -OR^^; -NR%^^; -N^R^^^R^A"; -SR^^; -S(0)R^ 

; -S02R^; -SoW^^; -C02R^^; -CONR^^^; -S02NR^R^^; -P0(0R'^)0R^^; -F^^^ 

; -P^R%^^R^2ayS"^R^R^ V; and carbohydrate residue; and 

wherein the R^"* quaternary heterocyclyl radical optionally may be substituted 
with one or more radicals selected from the group consisting of halogen; -CN; -N02; 
oxo; aikyl; cycloalkyl; polyalkyl; haloalkyl; hydroxyalkyl; alkenyl; alkynyl; aryl; 

heterocyclyl; arylalkyl; het^>^cyclylalkyl; polyether; -OR^^; -NR^^R^^; -SR^^; - 
S(0)R^^; -S02R^^; -SOSR^^-N^NR^^OR^"^; -NR^%R^^R^^; -C02R^^; OM; -S02 
OM; -S02NR^^R^^; -C(0)Nr1%^^ -C(0)0M; -COR^^; -P(0)R^^R^'^; -P^^R^^; - 



\ 

p+j^l3j^l4j^l5^-. .p(ORl3^Qj^l4\^g+j^l3j^l4^-. .n'^r13r14j^15^-. 

carbohydrate residue; and 

wherein the r34 radicals compri'sing carbon optionally may have one or more 

carbons replaced by -0-; -NR^^-; -N"^R^^R^ V-; -S-; -SO-; -S02-; -S^R^^A'-; -PR 

^^-; -P(0)R^'^-; -PR^^R^"*; -P"^R^-^R^'^A"-;^henylene; amino acid residue; peptide 

residue; polypeptide residue; carbohydrate resf^e; polyether; or polyalkyl; wherein 

said phenylene; amino acid residue; peptide residue; polypeptide residue; carbohydrate 

\ 9 
residue; and polyalkyl optionally may have one or\^ore carbons replaced by -0-; -NR 

-; -N^R^R^ V-; -S-; -SO-; -S02-; -S^rV-; -PR^V; -P"^R^R^ V-; or -P(0)R^-; and 

wherein R is selected from the group consisting of alkyl; alkenyl; alkynyl; 



aryl; heterocyclyl; quaternary heterocyclyl; arylalkyl; Heterocyclylalkyl; acyl; 
alkoxycarbonyl; arylalkoxycarbonyl; and heterocyclylalkoxycarbonyl; and 
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lerein the R^^ alkyl; alkenyl; alkynyl; aryl; heterocyclyl; quaternary 
heterocyclyl^Sng^alkyl; heterocyclylalkyl; acyl; alkoxycarbonyl; arylalkoxycarbonyl; 
and heterocyclylalKb?cycarbonyl radicals optionally may be substituted with one or 

more radicals selected from'Ae group consisting of halogen; -CN ; NO2; 0x0; -OR^; - 

NR^R^^; -N^R%^ ^R^^^-; .SRVS(Q)R^; -S02R^; -S03R^; -C02R^; -CONR^ 

-S020M; -S02NR^R^°; -PR^R^^; -PCOkvPR^"^; -PO(OR^^OR^'^; and 
C(0)OM; or 

a pharmaceutically acceptable salt, solvate, or pro^F^g thereof; 
provided that at least one of R^^, R^^ and R^"^ is R^l 



103. /\ compuunu ui \--iaiiii io4 wucrciii is. is piiciiyi suusuiuicu wiui -iN^nj- 
X-R" or -0-X-R" wherein: 

X is selected from the group consisting of: 

-(C=0)s-alkyl-; 

-(C=0)s-alkyl-NH-; 

-(C=0)s-alkyl-0-; 

-(C=0)s-alkyl-(C=0)t; and 

a covalent bond; and 
R33 is selected from selected from the group consisting of monosaccharides, 
disaccharides, and polysaccharides; and 
s and t are independently 0 or 1. 



1 86. A compound of Claim 185 wherein R is phenyl substituted at the para- 
position with -N(H)-X-R" or -0-X-R^^ wherein: 
X is selected from the group consisting of: 
-(C=0)s-alkyl-; 
-(C=0)s-alkyl-NH-; 
-(C=0)s-alkyl-0-; 
-(C=0)s-alkyl-(C=0)t; and 
a covalent bond; and 
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R33 is selected from selected from the group consisting of monosaccharides, 
disaccharides, and polysaccharides; and 
s and t are independently 0 or 1 . 



1 87. A compound of Claim 1 85 wherein R is phenyl substituted at the meta- 
position with -N(H)-X-R^^ or -O-X-R^^ wherein: 
X is selected from the group consisting of: 

-(C=0)s-alkyl-; 

-(C=0)s-alkyl.NHs 

-(C=0)s-alkyl-0-; 

-(C=0)s-alkyl-(C=0)t; and 

a covaient bond; and 
R33 is selected from selected from the group consisting of monosaccharides, 
disaccharides, and polysaccharides; and 
s and t are independently 0 or 1 . 



188. A compound of claim 185 wherein: 
R^^ is R^^' and 

R is selected from the group consisting of hydrogen and alkyl. 

189. A compound of claim 185 wherein: 

R^^ is selected from the group consisting of hydrogen and alkyl; and 

R^^isR^l 



190. A compound of claim 185 wherein R is phenyl substituted with a radical 
selected from the group consisting of 
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OH 
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OH 



O 




OH and 




1 9 1 . A compound of claim 1 85 wherein: 

i is 2; 

R'^ and R*^ are independently selected from hydrogen and alkyl; and 
R^^ and R^*^ are independently selected from hydrogen and alkyl. 

192. A compoxmd of claim 185 wherein: 
i is 2; 

R*^ and R**^ are hydrogen; and 

R^*^ and R^^ are independently selected from alkyl. 

193. A compound of claim 185 wherein: 
i is 2; 

R*^ and R'*^ are hydrogen; and 

R^^ and R^" are independently selected from ethyl, propyl and butyl. 
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194. A cx)mpound of claim 1 85 wherein i is 1 or 2. 

1 95. A compound of claim 1 85 wherein i is 2. 

196. A compound of claim 1 85 wherein R^^ and are hydrogen. 

197. A compound of claim 185 wherein R'^*^ and R'^*^ are independently selected 
from the group consisting of hydrogen and Ci^alkyl. 

198. A compound of claim 1 85 wherein R and R are independently selected 

from the group cGnsisting Ci-ealkyl. 

199. A compound of claim 1 85 wherein R^^ and R^^ are the same alkyl. 

200. A compound of claim 185 wherein R^*^ and R^" are each n-butyl. 

201 . A compound of claim 185 wherein one of R^^ and R^" is ethyl and the other 
ofR^^ and R^" is n-butyl. 

202. A compound of claim 1 85 wherein one or more are independently 
selected from methoxy and dimethylamino. 

203. A compound of claim 185 wherein 
i is 1 or 2; 

R*^ and R*^ are hydrogen; 
R^^ and R^" are n-butyl; and 

one or more R^"^ are independently selected from methoxy and dimethylamino. 

204. A compound of claim 185 wherein 
i is 1 or 2; 
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R'*^ and R'^ are hydrogen; 
oneofR^^andR^" is ethyl 
one or more R^"* are independently selected from methoxy and dimethylamino. 



one of R^° and R^" is ethyl and the other of R^° and R^" is n-butyl; and 



205. A cortupound of claim 163 corresponding to Formula VIIB: 




2G 
2H 



VIIB 



wherein: 
i is 0, 1 or 2; and 
1 is 0, 1, 2, 3 or 4; and 

R^^ and R^^ are independently selected ^om hydrogen and alkyl; and 
R^^ and R^" are independently selected frtjm hydrogen, alkyl, alkenyl, alkynyl, 
cycloalkyl, cycloalkylalkyl, aryl and aralkyl; or 

R^^ and R^" together with the carbon atom toWhich they are attached form a 
C3-7 cycloalkyl group; and \ 

R^*^ and R^* are independently selected from the ^oup consisting of hydrogen; 

\ g 32 

0x0; alkyl; cycloalkyl; aryl; heterocyclyl; acyl, thioacyl, ' ^ ' 

wherein the R"^^ and R^^ alkyl; cycloalkyl; aryl; heterocyclyl radicals are 

\ 

independently substituted with one or more radicals independently selected from the 

\ 

group consisting of halogen; -CN; -N02; oxo; alkyl; polyalkyl;^aloalkyl; 
hydroxyalkyl; cycloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; quaternary heterocyclyl; 

arylalkyl; heterocyclylalkyl; polyether; -OR^^; -NR^^R^^; -SR^\-S(0)R^^; -S02R 

^^; -S03r'^; -NR^^OR^"^; -NR^^R^^R^^; -C02R^^; -OM; -S020M; -S02NR^^R 

^^; -C(0)NR^^R^'^; -C(0)OM; -COR^^; -NR*^C(0)R'^ .NR*^C(0)NR^^R^^ - 
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NR'^02R''*; -0C(0)R'^ -0C(0)NR'^R"'; -NR'^SOR'^ -NR'^SOaR^"^; - 

NR'^S0NR"*R'^; -NR'^SOiNR'^'r'^; -PR^^R^"^; -PCOR^^R^"^; -P^R^^R^'^R^ V; - 

P(OR^^)OR^'^; -S'^R^^R^ V; and -N'^R^^R^'^R^ V; and 

wherein the alkyl, polyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynyl, aryl, nfeterocyclyl, quaternary heterocyclyl, arylalkyl, heterocyclylalkyl, and 
polyether substituents of the R^° and R^' radicals optionally may be further substituted 
with one or more radicals selected from the group consisting of -CN; halogen; 
hydroxy; oxo; alkyl; Cvcloalkyl; alkenyl; alkynyl; aryl; heterocyclyl; arylalkyl; 

heterocyclylalkyl; quatmary heterocyclyl; -OR^; -NR^R^; -SR^; -S(0)R^; -S02R^; - 

S03R^;- C02R^; -CONR%^; -N^R^R^R^-; -P(0)R^R^; -PR^R^; -P^r\^R^A'; 

and -P(0)(0R^)0R^; and \^ 

wherein the alkyl, polyalkyl, haloalkyl, hydroxyalkyl, cycloalkyl, alkenyl, 
alkynyl, aryl, heterocyclyl, quaternary heterocyclyl, arylalkyl, heterocyclylalkyl, and 
polyether substituents of the R^^ and^R^' radicals optionally may have one or more 

carbons replaced by -0-; -NR^-; -N^r(r^A"-; -S-; -SO-; -S02-; -S'^R^A"-; -PR^ 

P(0)R^-; -P"^R^R^A"-; or phenylene; and 

7 8 

wherein R and R are independently selected from the group consisting of 
hydrogen; and alkyl; and 

wherein R^, R^^, andRW are independently selected from the group consisting 
of hydrogen; alkyl; cycloalkyl; alkenyl; alkynyl; ar^l; heterocyclyl; 
alkylammoniumalkyl; arylalkyl; heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; 
carboalkoxyalkyl; carboxyaryl; carboxyheterocyclyl; amino; alkylamino; 
carboxyalkylamino; alkoxyalkylamino; and acyl; and \ 
1112 

wherein R and R are independently selected ft^m the group consisting of 
hydrogen; -CN; halogen; oxo; alkyl; alkenyl; alkynyl; aryl; heterocyclyl; arylalkyl; 
heterocyclylalkyl; carboxyalkyl; alkoxyalkyl; carboalkoxyalkyl; cycloalkyl; 

cycloalkenyl; haloalkyl; hydroxyalkyl; cyanoalkyl; -OR^; -NR^^^; -SR^; -S(0)R^; 
S02R^; -S03R^; -C02R^; and -CONR^^^; or 
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11 12 

and R together with the carbon atom to which they are attached form a 
cyclic rin^ and 

wherein R^'^, R^"*, and R^^ are independently selected from the group 
consisting of hydrogen; alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; alkynyl; aryl; 
heterocyclyl; quMemary heterocyclyl; arylalkyl; heterocyclylalkyl; quaternary 
heterocyclylalkyl;Vlkylarylalkyl; alkylheterocyclylalkyl; alkylammoniumalkyl; 
aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether; or 

wherein R'^ ancK R^"^ together with the nitrogen atom to which they are 
attached form a mono- or^olycycUc heterocyclyl that is optionally substituted with one 
or more radicals selected frop the group consisting of oxo, carboxy, and quaternary 
salts; or 

wherein R^^ and R^^ together with the nitrogen atom to which they are 
attached form a cyclic ring; and 

wherein the R^^, R^^, and alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quatemaryVieterocyclyl; arylalkyl; heterocyclylalkyl; 
quaternary heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylammoniumalkyl; aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 
carboxyalkylaminocarbonylalkyl; and polyether radicals optionally may be substituted 
with one or more radicals selected from the group consisting of halogen; -CN; sulfo; 
oxo; alkyl; haloalkyl; hydroxyalkyl; sulfoalkyl;Vlkenyl; alkynyl; aryl; heterocyclyl; 
quaternary heterocyclyl; quaternary heterocyclylalkyl; carboxy; carboxyalkyl; 

guanidinyl; -OR^^; -NR%^^; -N^R^R^^^A"; -SR^^; -S(0)R^; -S02R^; -S03R^^; 

-C02R^^; -CONR^R^^; -S02NR^R^^; -PO(OR^*^)OR^'^; -P^R^^; -P^R^^^R^U-; 

-S^R^R^^A-; and carbohydrate residue; and \ 

wherein the R^^, R^^, and R^^ alkyl; haloalkyl; cycloalkyl; polyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; 
quaternary heterocyclylalkyl; alkylarylalkyl; alkylheterocyclylalkyl; 
alkylanunoniumalkyl; aminoalkyl; aminocarbonylalkyl; alkylaminocarbonylalkyl; 

V 
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c^boxyalkylaminocarbonylalkyl; and polyether radicals optionally may have one or 

mote carbons replaced by -0-; -NR^-; -N -Ss -SO-; -SO2-; -S'^rV-; -PR 

9 V 9 10 9 

-P >R R A'-; -P(0)R phenylene; carbohydrate residue; amino acid residue; 

peptide residue; or polypeptide residue; and 

\ 1 17 

wherein R and R are independently selected from the group consisting of 
R^ and M; am 

whereinV is a pharmaceutically acceptable cation and M is a pharmaceutically 
acceptable cation;^nd 

R^^ is selecte^^from the group consisting of cycloalkyl, aryl and heterocyclyl, 
wherein said cycloalkyL aryl and heterocyclyl are substituted with -N(H)-X-R^^ or -O- 
X-R^^ and wherein: 

X is selected from the group consisting of: 
-(C=0)s-alkyl^ 
-(C=0)s-alkyl-Nl 
-(C=0)s-alkyl-0- 
-(C=0)s-alkyl-(C=0)X and 
a covalent bond; and 
R33 is selected from selected froA the group consisting of monosaccharides, 
disaccharides, and polysaccharides, wherem said monosaccharides, disaccharides, and 
polysaccharides may be protected with one oronore sugar protecting groups; and 
s and t are independently 0 or 1 ; and \ 

one or more R"^"^ radicals are independently selected from the group consisting 

^9 \ 
of R , hydrogen; halogen; -CN; -N02; alkyl; cyclcmlkyl; polyalkyl; haloalkyl; 

hydroxyalkyl; alkenyl; alkynyl; aryl; heterocyclyl; quaternary heterocyclyl; arylalkyl; 
heterocyclylalkyl; polyether; acyloxy; -OR^^; -NR^^R^^; -SR^^; -S(0)R^^; -S(0)2R 
^^; -S03R^^; -S"^R^^R^ V; -NR^^OR^^; -NR^^R^'^i^^; -C02R^^; -OM; -S02 
OM; -S02NR^^R^'^; -NR"*C(0)R'^ -C(0)NR^^R^'^; -C(0)0M; -COR^^; -OR^^; - 
S(0)nNR^%^'^; -NR^^^^; -NR^^OR^"^; -N'^R^^R^'^rI^aX -PR^^^"^; -?(0)R^^ 
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; amino acid residue; peptide residue; polypeptide residue; and 

carbohydrate residue; 

V^herein the R^"* alkyl; cycloalkyl; polyalkyl; haloalkyl; hydroxyalkyl; alkenyl; 
alkynyl; aryl; heterocyclyl; arylalkyl; heterocyclylalkyl; polyether; acyloxy radicals 
optionally may be further substituted with one or more radicals selected from the group 

consisting of Imogen; -CN; oxo; -OR^^; -NR^R^^; -nVr^^R^A"; -SR^^; -S(0)R^ 

; -S02R^; -S03R^; -C02R^^; -CONR%^^; -S02NR^R^^; -P0(0R'^)0R^^; -P^^^ 

; -P'^R^R^ Ir^^A"; -S"^rV^ V; and carbohydrate residue; and 

wherein the R^\iuatemary heterocyclyl radical optionally may be substituted 
with one or more radicalsVselected from the group consisting of halogen; -CN; -N02; 
oxo; alkyl; cycloalkyl; polyalkyl; haloalkyl; hydroxyalkyl; alkenyl; alkynyl; aryl; 

heterocyclyl; arylalkyl; heterocyclylalkyl; polyether; -OR^^; -NR^^R^^; -SR^^; - 
S(0)R^^; -S02R^^; -S03R^^;^R^^OR^4; -NR^^R^^^R^^; -C02R^^; OM; -S02 
OM; -S02NR^^R^'^; -C(0)NR^^R^>^-C(0)OM; -COR^^; -P(0)R^^R^'^; -P^^R^^ - 
p+j^l3j^l4j^l5^-. .p(ORl3pj^l4. .s^R^^R^ V; -N^R^^R^^^R^ V; and 
carbohydrate residue; and 

wherein the R^^ radicals comprising^arbon optionally may have one or more 

carbons replaced by -0-; -NR^^-; -N"^R^^R^ V-; -S-; -SO-; -S02-; -S"*"R^^A'-; -PR 

^^-; -P(0)R^''-; -PR^^R^^; -P'^R^'^R^^A"-; phraylene; amino acid residue; peptide 

residue; polypeptide residue; carbohydrate residue;\polyether; or polyalkyl; wherein 

said phenylene; amino acid residue; peptide residue^polypeptide residue; carbohydrate 

\ 9 
residue; and polyalkyl optionally may have one or more carbons replaced by -0-; -NR 

-; -nVr^^A"-; -S-; -SO-; -S02-; -S^R^A"-; -PR^-; -PtR^R^ V-; or -P(0)R^-; and 

\ 

wherein R is selected from the group consisting of alkyl; alkenyl; alkynyl; 
aryl; heterocyclyl; quaternary heterocyclyl; arylalkyl; heterocyclylalkyl; acyl; 
alkoxycarbonyl; arylalkoxycarbonyl; and heterocyclylalkoxyca^bonyl; and 
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wha;ein the R alkyl; alkenyl; alkynyl; aryl; heterocyclyl; quaternary 
heterocyclyl; ^^alkyl; heterocyclylalkyl; acyl; alkoxycarbonyl; arylalkoxycarbonyl; 
and heterocyclylalfeoxycarbonyl radicals optionally may be substituted with one or 

more radicals selected ftom the group consisting of halogen; -CN ; NO2; 0x0; -OR^; - 

NR^R^^; -N'^R^r1^R^2^^^,or9. .s(o)R^; -S02R^; -S03R^; -C02R^; -CONR^R 

-S020M; -S02NR^R^^; -PR^^^; -PCOR^^PR^"^; -PO(OR^^)OR^'^; and 
C(0)OM; or 

a pharmaceutically acceptable salt, ^^yate, or prodrug thereof; 
provided that at least one of R^^, R^* andSR^"^ is R^l 



206. A compound ef Claim 2G5 wherein R^- is phenyl substituted with -N(H)- 
X-R^^ or -0-X-R^^ wherein: 

X is selected from the group consisting of: 

-(C=0)s-alkyl-; 

-(C=0)s-alkyl-NH-; 

-(C=0)s-alkyl-0-; 

-(C=0)s-alkyl-(C=0)t; and 

a covalent bond; and 
R33 is selected from selected from the group consisting of monosaccharides, 
disaccharides, and polysaccharides; and 
s and t are independently 0 or 1 . 

207. A compound of Claim 206 wherein R is phenyl substituted at the para- 
position with -N(H)-X-R" or -0-X-R" wherein: 

X is selected from the group consisting of: 
-(C=0)s-alkyl-; 
-(C=0)s-alkyl-NH-; 
-(C=0)s-alkyl-0-; 
-(C=0)s-alkyl-(C=0),; and 
a covalent bond; and 
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R is selected from selected from the group consisting of monosaccharides, 
di saccharides, and polysaccharides; and 
s and t are independently 0 or 1 . 

208. A compound of Claim 206 wherein R^^ is phenyl substituted at the meta- 
position with -N(H)-X-R^^ or -0-X-R^^ wherein: 
X is selected from the group consisting of: 



a covalent bond; arid 
R33 is selected from selected from the group consisting of monosaccharides, 
disaccharides, and polysaccharides; and 
s and t are independently 0 or L 

209. A compound of claim 206 wherein: 
R^^ is R^^' and 

R^' is selected from the group consisting of hydrogen and alkyl. 

210. A compound of claim 206 wherein: 

R^^ is selected from the group consisting of hydrogen and alkyl; and 



211. A compound of claim 206 wherein R is phenyl substituted with a radical 
selected from the group consisting of: 



-(C 
"(O 
-(O 
-(C= 



=0)s-alkyl-; 
=0)s-alkyl-NH-; 
O)s-alkyl-0-; 
0)s-alkyl-(C=0),; and 



R'' is R- 



32 
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212. A compound of claim 206 wherein: 
i is 2; 

R^^and R^"^ are independently selected from hydrogen and alkyl; and 
R^*^ and R^" are independently selected from hydrogen and alkyl. 

213. A compound of claim 206 wherein: 
iis 2; 

R*^and R*^ are hydrogen; and 

and R^" are independently selected from alkyl. 

214. A compound of claim 206 wherein: 
iis 2; 

r'^ and R*^ are hydrogen; and 

R^^ and R^" are independently selected from ethyl, propyl and butyl. 
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215. A compound of claim 206 wherein i is 1 or 2. 

216. A compound of claim 206 wherein i is 2. 

217. A compound of claim 206 wherein R^^ and R*^ are hydrogen. 

21 8. A compound of claim 206 wherein R^^ and R^" are independently selected 
from the group consisting of hydrogen and Ci^alkyl. 

21 9. A compound of claim 206 wherein R^*^ and R^" are independently selected 
from the group consisting Ci-6alkyl. 

220. A compound of claim 206 wherein R"^^ and R^" are the same alkyl. 

221 . A compound of claim 206 wherein R^^ and R^" are each n-butyl. 

OC* 91-1 

222. A compound of claim 206 wherein one of R and R is ethyl and the other 
ofR^^ andR^" is n-butyl. 

223. A compound of claim 206 wherein one or more R^"* are independently 
selected from methoxy and dimethylamino. 

224. A compound of claim 206 wherein 
i is 1 or 2; 

R^^ and R*^ are hydrogen; 
R^^ and R^" are n-butyl; and 

one or more R"^"^ are independently selected from methoxy and dimethylannino. 

225. A compound of claim 206 wherein 
i is 1 or 2; 
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R'^ and R*^ are hydrogen; 



► ID 



one of R^*^ and R^" is ethyl and the other of R^'' and R^" is n-butyl; and 



>2H 



2G. 



,2H 



one or more R^"^ are independently selected from methoxy and dimethylamino. 



226. A compound of Formula Vni 



wherein: 




VIII 



R^' and are independently selec^d from Ci.6 alkyl; and 
R^^ is selected from the group consisting of halogen and R^^; 
R^^ is selected from the group consisting of hydroxy, alkoxy, and R^^; 

38 

wherein R is selected from the group consisting of cycloalkyl, aryl and 
heterocyclyl, wherein said cycloalkyl, aryl and heterocyclyl are substituted with -N(H)- 
X-R^^ or -O-X-R^^ and wherein: 

X is selected from the group consisting of: 
-(C=0)u-alkyl-; 
-(C=0)u-alkyl-NH-; 
-(C=0)u-alkyl-0-; 
-(C=0)u-alkyl-(C=0)v; and 
a covalent bond; and 
R^^ is selected from selected from the group consisting of monosaccharides, 
disaccharides, and polysaccharides, wherein said monosaccharides\disaccharides, and 
polysaccharides may be protected with one or more sugar protecting^groups; and 
u and V are independently 0 or 1; and 
R"^^ is unsubstituted phenyl or R^^; or 

a pharmaceutically acceptable salt, solvate, or prodrug thereof; 
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l\ \^ provided that at lekt one of R", R^* and R" is R^^ 



■m 



■JO 

227. A compound of Claim 226 wherein R is phenyl substituted with -N(H)- 
X-R^^ or -O-X-R^^ wherein: 

X is selected from the group consisting of: 

-(C=0)u-alkyl-; 

-(C=0)u-alkyl.NH-; 

-(C-O)u-alkyl-O-; 

-(C=0)u-alkyl-(C=0)v; and 

a covalent bond; and 
R^^ is selected from selected from the group consisting of monosaccharides, 
disaccharides, and polysaccharides; and 
u and V are independently 0 or 1 . 

-JO 

228. A compound of Claim 227 wherein R is phenyl substituted at the para- 
position with -N(H)-X-R^^ or -0-X-R^^ wherein: 

X is selected from the group consisting of: 

-(C=0)u-alkyl-; 

-(C=OValkyl.NH-; 

-(C=0)u-alkyl-0-; 

-(C=0)u-alkyl-(C-0)v; and 

a covalent bond; and 
R"^^ is selected from selected from the group consisting of monosaccharides, 
disaccharides, and polysaccharides; and 
u and V are independently 0 or 1 . 

229. A compound of Claim 227 wherein R^^ is phenyl substituted at the meta- 
position with -N(H)-X-R^^ or -O-X-R^^ wherein: 

X is selected from the group consisting of: 
-(C-O)u-alkyls 
-(C=0)u-alkyl-NH-; 
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-(C=0)u-alkyl-Os 

-(C=0)u-alkyl-(C-0)v; and 

a covalent bond; and 
R^^ is selected from selected from the group consisting of monosaccharides, 
disaccharides, and polysaccharides; and 
u and V are independently 0 or 1 . 

230. A compound of claim 227 wherein R^^ is phenyl substituted with a radical 
selected from the group consisting of: 




OH OH 



OH 




OH 



OH 



OH 




OH 



OH 



OH 



OH 



OH 
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OH and 




OH 



23 1 . A compound of claim 227 wherein: 

R^' and R^^ are independently selected from ethyl and n-butyl; 
R^^ is chloro; and 

R"^^ is selected from the group consisting of hydroxy and methoxy. 

232. A compound of claim 227 wherein: 
R^' and R^^ are n-butyl; 

R^^ is chloro; and 

R^^ is selected from the group consisting of hydroxy and methoxy. 

233. A compound of claim 227 wherein: 

one of R^' and R^^ is ethyl and the other of R^' and R^ is n-butyl; 
R is chloro; and 

R^^ is selected from the group consisting of hydroxy and methoxy. 

234. A compound of claim 227 wherein R^' and R^ are the same alkyl. 

235. A compound of claim 227 wherein R^' and R^ are each n-butyl. 
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236. A compound ofclaim 227 wherein one of R andR is ethyl and the other 
ofR^'andR^isn-butyl. 



237. \ compound of Formula DC 





wherein: 

R^^ and R"^^ are independency selected from Ci.6 alkyl; and 
R"^^ and R"*^ are independently\elected from the group consisting of hydrogen, 
alkoxy, and R"^"^; 

wherein R"^"^ is selected from the group consisting of cycloalkyl, aryl and 
heterocyclyl, wherein said cycloalkyl, aryl an^ heterocyclyl are substituted with -N(H)- 
X-R"^ or -O-X-R'^'^ and wherein: 

X is selected from the group consisting of 
-(C=0)a-alkyl-; 
-(C=0)a-alkyl-NH-; 
-(C=0)a-alkyl-0-; 
-(C=0)a-alkyl-(C-0)b; and 
a covalent bond; and 
R"*^ is selected from selected from the group consisting of monosaccharides, 
disaccharides, and polysaccharides, wherein said monosacchan^s, disaccharides, and 
polysaccharides may be protected with one or more sugar protectiijg groups; and 
a and b are independently 0 or 1 ; and 
R"^^ is unsubstituted phenyl or R"^^; or 

a pharmaceutically acceptable salt, solvate, or prodrug thereof; 
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provided that at le\st one of R'*°, R'*' and R"*^ is R' 
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238. A compound of Claim 237 wherein R'*^ is phenyl substituted with -N(H)- 
X-R'*^ or -0-X-R^ wherein: 

X is selected from the group consisting of: 



a covalent bond; and 
R^ is selected from selected from the group consisting of monosaccharides, 
disaccharides, and polysaccharides; and 
a and b are independently 0 or 1. 

239. A compound of Claim 238 wherein R'*^ is phenyl substituted at the para- 
position with -N(H)-X-R'*'' or -O-X-R"*" wherein: 

X is selected from the group consisting of: 

-(C=0)a-alkyl-; 

-(C=0)a-alkyl-NH-; 

-(C=0)a-alkyl-0-; 

-(C=0)a-alkyl-(C=0)b; and 

a covalent bond; and 
R** is selected from selected from the group consisting of monosaccharides, 
disaccharides, and polysaccharides; and 
a and b are independently 0 or 1 . 

240. A compound of Claim 238 wherein R**^ is phenyl substituted at the meta- 
position with -N(H)-X-R'*'' or -O-X-R'*^ wherein: 

X is selected from the group consisting of: 
-(C=0)a-alkyl-; 
-(C=0)a-alkyl-NH-; 



-(C=0)a-alkyl-; 
-(C=0)a-alkyl-NH-; 
-(C=0)a-alkyl-0-; 
-(C=0)a-alkyl-(C=0)b; and 
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-(C=0)a-alkyl.Os 

-(C=0)a-alkyl.(C=0)b; and 

a covalent bond; and 
R"*^ is selected from selected from the group consisting of monosaccharides, 
disaccharides, and polysaccharides; and 
a and b are independently 0 or 1 . 

241 . A compound of claim 238 wherein R"*^ is phenyl substituted with a radical 
selected from the group consisting of: 



o 



QH 



QH 




OH 



OH OH 



N' 




N' 



OH 



OH 



OH 




OH 



OH 
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242. A compound of claim 238 wherein: 

R^*^ and R^^ are independently selected from ethyl and n-butyl; and 
R"*^ and R"^* are independently selected from hydrogen and methoxy. 

243. A compound of claim 238 wherein: 
R^*^ and R^^ are n-butyl; and 

R^^ and R"^^ are independently selected from hydrogen and methoxy. 

244. A compoimdofclaim 238 wherein: 

one of R^^ and R^^ is ethyl and the other of R^*^ and R^^ is n-butyl; and 
R"^^ and R"*' are independently selected from hydrogen and methoxy. 

245. A compound of claun 238 wherein R^*^ and R^^ are the same alkyl. 

246. A compound of claim 238 wherein R andR are each n-butyl. 

247. A compound of claim 238 wherein one of R^^ and R^^ is ethyl and the 
and R^^ is n-butyl. 
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-«<^^^;i^ ^9. A compound of claim 238 wherein: 
( ' ^ one of R^'^ and R^^ is ethyl and the oflier of R^"^ and R^^ is n-butyl; and 



R'^'andR'" are hydrogen. 



280. A compound of claim 238 wherein: 

one of R^*^ and R^^ is ethyl and the other of R^^ and R^"- is n-butyl; and 
R'*" and R"' are methoxy. 



A ^ 



z^i^ A method of treating a hyperlipidemic condition in a subject comprising 
administering to the siibject a therapeutically effective amount of a compound of 
Formula I according to one of claims 1 to 120, or a pharmaceutically acceptable 
salt, solvate or prodrug thereof. 



A 



/- ^ A method of treating a hyperlipidemic condition in a subject comprising 

administering to the subject a dierapeutically effective amount of a compound of 
Formula III according to any one^f claims 121 to 140, or a pharmaceutically 
acceptable salt, solvate or prodrug^thereof 

^53*. A method of treating a Hyperlipidemic condition in a subject comprising 
administering to the subject a therapeutically effective amount of a compound of 
Formula V according to any one of claim^ 141 to 162, or a pharmaceutically acceptable 
salt, solvate or prodrug thereof 

^547 A method of treating a hyperlipidemic condition in a subject comprising 

\ 

administering to the subject a therapeutically effective amount of a compound of 
Formula VII according to any one of claims 163^0 225, or a pharmaceutically 
acceptable salt, solvate or prodrug thereof 

A method of treating a hyperlipidemic condition in a subject comprising 
administering to the subject a therapeutically effective amount of a compound of 
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Formula VIII acco\ding to any one of claims 226 to 236, or a pharmaceutically 
acceptable salt, solvate or prodrug thereof. 

25^ A method or^^eating a hyperlipidemic condition in a subject comprising 
administering to the subject\therapeutically effective amoimt of a compound of 
Formula IX according to any oi^ of claims 237 to 250, or a pharmaceutically 
acceptable salt, solvate or prodrugs^ereof 

^ 2^ The method of claim 251 wherein the hyperlipidemic condition is 
atherosclerosis. 



qS^T^' a phannaceutical composition comprising a compound of Formula I 
according to any one of claims 1 to 120 or a pharmaceutically acceptable salt, solvate 
or prodrug thereof, an^ a pharmceutically acceptable carrier. 

A pharmaceuucal composition comprising a compound of Formula III 
J ^ according to any one of claim^l21 to 140 or a pharmaceutically acceptable salt, 
solvate or prodrug thereof, and a^harmceutically acceptable carrier. 



2JS(f, A pharmaceutical composition comprising a compound of Formula V 



according to any one of claims 141 to 16^or a pharmaceutically acceptable salt, 
solvate or prodrug thereof, and a pharmceutically acceptable carrier. 

0^ ^J^, A pharmaceutical composition^^commsing a compound of Formula VII 
according to any one of claims 163 to 225 or a pharmaceutically acceptable salt, 
solvate or prodrug thereof, and a pharmceutically acceptable carrier. 

l^>tf A pharmaceutical composition comprising a^ompound of Formula VIII 
according to any one of claims 226 to 236 or a pharmaceutically acceptable salt, 
solvate or prodrug thereof, and a pharmceutically acceptableWrier. 
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A pharmaceutical composition comprising a compound of Fomiula IX 
y ^ according to any one of claim^ 237 to 250 or a pharaiaceutically acceptable salt, 



solvate or prodrug thereof, andV pharmceutically acceptable carrier. 



■ 
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